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Amendments to the Claims: 

This listing of claims will replace all prior versions, and listings, of claims in the 
application: 
Listing of Claims: 
1-61 (Cancelled) 

62. (Currently Amended) A compound, preferably a C5a receptor antagonist, with the 
following structure: 



XI is a radical having a mass of about 1-300 and whereby XI is preferably chosen from the 
group including R5-, R5-CO-, R5-N(R6)-CO-, R5-0-CO-, R5-S0 2 -, R5-N(R6)-S0 2 -, R5-N(R6)- 
, R5-N(R6)-CS-, R5-N(R6)-C(NH)-, R5-CS-, R5-P(0)OH-, R5-B(OH)-, R5-CH=N-0-CH 2 -CO-, 
in which R5 and R6 individually and independently are chosen from the group comprising H, F, 
hydroxy, alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, substituted 
heterocyclyl, arylalkyl, substituted arylalkyl, aryl, substituted aryl, heteroaryl, substituted 
heteroaryl, acyl, substituted acyl, alkoxy, alkoxyalkyl, substituted alkoxyalkyl, aryloxyalkyl and 
substituted aryloxyalkyl, 

X2 is a radical that mimics the biologic binding characteristics of a phenylalanine unit, 




y whereby 



X3 and X4 individually and independently are a spacer, whereby the spacer is preferably 
selected from the group comprising amino acids, amino acid analogs and amino acid derivates, 
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X5 is a radical that mimics the biologic binding characteristics of a cyclohexylalanine or 
homoleucine unit, 

X6 is a radical that mimics the biologic binding characteristics of a tryptophane unit, 

X7 is a radical that mimics the biologic binding characteristics of a norleucine or phenylalanine 
unit, 

a chemical bond is formed between X3 and X7, and 

the lines - in formula (I) indicate chemical bonds, whereby the chemical bond individually and 
independently is selected from the group comprising covalent bonds, ionic bonds and 
coordinative bonds, whereby preferably the bond is a chemical bond and more preferably the 
chemical bond is a bond selected from the group comprising amide bonds, disulfide bonds, ether 
bonds, thioether bonds, oxime bonds and aminotriazine bonds. 

63. (Previously Presented) The compound according to Claim 62, characterized in that X3 and 
X7 are individually an amino acid, amino acid analog or amino acid derivative, whereby the 
chemical bond between X3 and X7 is formed under participation of at least one moiety of X3 
and X7, and the moieties for X3 and X7 are individually and independently selected from the 
group comprising the C terminus, the N terminus and the respective side chain of the amino acid. 

64. (Previously Presented) The compound according to Claim 62, wherein 

XI is a radical with a mass of about 1-300, whereby the radical is preferably selected from the 
group comprising R5, R5-CO-, R5-N(R6)-CO-, R5-0-CO-, R5-S0 2 -, R5-N(R6)-C(NH)-, 
whereby R5 and R6 are individually and independently selected from the group comprising H, 
alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, 
aryl and substituted aryl; 
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X2 and X6 are individually and independently an aromatic amino acid, a derivative or an 
analogon thereof; 

X5 and X7 are individually and independently a hydrophobic amino acid, a derivative or an 
analogon thereof. 

65. (Previously Presented) The compound according to claim 62, whereby X2, X5, X6 and X7 
individually and independently have the following structure: 



R1— X— R2 
I 

R3 (in), 

wherein 

Xis C(R4) orN, 

Rl is optionally present and if present then Rl is a radical, that is selected from the group 
comprising >N-R1B, >C(R1B)(R1D) and >0, whereby RIB and RID are individually and 
independently selected from the group comprising H, alkyl, substituted alkyl, cycloalkyl, 
substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, aryl, substituted aryl, heteroaryl, 
substituted heteroaryl, arylalkyl, substituted arylalkyl, cycloalkylalkyl and substituted 
cycloalkylalkyl; 

R2 is optionally present and if R2 is present then R2 is a radical that is selected from the group 
comprising >C=0, >C=S, >S0 2 , >S=0, >C=NH, >C=N-CN, >PO(OH), >B(OH), >CH 2 , 
>CH 2 CO, >CHFand>CF 2 ; 



R4 is a radical, whereby the radical is selected from the group comprising H, F, CH 3 , CF 3 , alkyl 
and substituted alkyl; 
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the binding of structure (III) to the moieties XI and X3, X4 and X6, X5 and X7, and X6 and X3 
is preferably carried out via Rl and R2; 

for X2 and for X6 individually and independently R3 is a radical, in which the radical comprises 
an aromatic group and is selected from the group comprising aryl, substituted aryl, heteroaryl, 
substituted heteroaryl, arylalkyl, substituted arylalkyl, heteroarylalkyl, substituted 
heteroarylalkyl, alkyloxy-alkyl, substituted alkyloxy-alkyl, alkyloxy-cycloalkyl, substituted 
alkyloxy-cycloalkyl, alkyloxy-heterocyclyl, substituted alkyloxy-heterocyclyl, alkyloxy-aryl, 
substituted alkyloxy-aryl, alkyloxy-heteroaryl, substituted alkyloxy-heteroaryl, alkylthio-alkyl, 
substituted alkylthio-alkyl, alkylthio-cycloalkyl and substituted alkylthio-cycloalkyl; and 

for X5 and for X7 individually and independently R3 is a radical, whereby the radical comprises 
an aliphatic or aromatic group and preferably is seletected from the group comprising alkyl, 
substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, aryl, 
substituted aryl, heteroaryl, substituted heteroaryl, arylalkyl, substituted arylalkyl, 
heteroarylalkyl, substituted heteroarylalkyl, cycloalkylalkyl, substituted cycloalkylalkyl, 
heterocyclylalkyl, substituted heterocyclylalkyl, alkyloxy-alkyl, substituted alkyloxy-alkyl, 
alkyloxy-cycloalkyl, substituted alkyloxy-cycloalkyl, alkyloxy-heterocyclyl, substituted 
alkyloxy-heterocyclyl, alkyloxy-aryl, substituted alkyloxy-aryl, alkyloxy-heteroaryl, substituted 
alkyloxy-heteroaryl, alkylthio-alkyl, substituted alkylthio-alkyl, alkylthio-cycloalkyl and 
substituted alkylthio-cycloalkyl. 

66. (Previously Presented) The compound according to claim 65, characterized in that a ring 
is formed under participation of R3 and R4. 

67. (Previously Presented) The compound according to claim 65, characterized in that for X2 
and for X6 individually and independently R3 is selected from the group comprising phenyl, 
substituted phenyl, benzyl, substituted benzyl, 1,1-diphenylmethyl, substituted 1,1- 
diphenylmethyl, naphthylmethyl, substituted naphthylmethyl, thienylmethyl, substituted 
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thienylmethyl, benzothienylmethyl, substituted benzothienylmethyl, imidazolylmethyl, 
substituted imidazolylmethyl, indolylmethyl and substituted indolylmethyl. 

68. (Previously Presented) The compound according to claim 65 characterized in that for X5 
and for X7 individually and independently R3 is selected from the group comprising C3-C5- 
alkyl, substituted C3-C5-alkyl, C5-C7-cycloalkyl, substituted C5-C7-cycloalkyl, C5-C7- 
cycloalkylmethyl, substituted C5-C7-cycloalkylmethyl, cycloalkylethyl, substituted 
cycloalkylethyl, benzyl, substituted benzyl, phenylethyl, naphthylmethyl, thienylmethyl, 
propenyl, propinyl, methylthioethyl, imidazolylmethyl, substituted imidazolylmethyl, 
indolylmethyl and substituted indolylmethyl. 

69. (Previously Presented) The compound according to claim 62, characterized in that XI is 
selected from the group comprising H, acetyl, propanoyl, butanoyl, benzoyl, 
fiuoromethylcarbonyl, difiuoromethylcarbonyl, phenyl, oxycarbonyl, methyl -oxycarbonyl, 
phenyl-aminocarbonyl, methyl-aminocarbonyl, phenyl-sulfonyl, 2,6-dioxo-hexahydro- 
pyrimidine-4-carbonyl and methyl-sulfonyl. 

70. (Previously Presented) The compound according to claim 62, wherein 

X2 is a derivative of an amino acid that is selected from the group comprising phenylalanine, 2- 
fiuoro-phenylalanine, 3-fluoro-phenylalanine, 4-fluoro-phenylalanine, 2-chlorophenylalanine, 3- 
chlorophenylalanine, 4-chlorophenylalanine, 1-naphtylalanine, 2-thienylalanine, 3- 
thienylalanine, 3,3-diphenylalanine, tyrosine, tryptophane, histidine and each respective 
derivatives thereof; 

or X2 and XI taken together are PhCH 2 CH 2 CO- or PhCH 2 -; 

X6 is a derivative of an amino acid, that is selected from the group comprising tryptophane, 
phenylalanine, tyrosine, histidine, 1-naphtylalanine, benzothienylalanine, 2-aminoindan-2- 
carboxylic acid, 2-thienylalanine, 3-thienylalanine, 2-fluoro-phenylalanine, 3-fluoro- 
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phenylalanine, 4-fluoro-phenylalanine, 2-chlorophenylalanine, 3-chlorophenylalanine, 4- 
chlorophenylalanine and respective derivatives thereof; 

X5 is a derivative of an amino acid that is seletected from the group comprising D- 
cyclohexylalanine, D-cyclohexylglycine, D-homo-cyclohexylalanine, D-homoleucine, D- 
cysteine(tBu), D-cysteine(iPr), octahydroindol-2-carboxylic acid, 2-methyl-D-phenylalanine and 
respective derivatives thereof; and 

X7 is a derivative of an amino acid that is seletected from the group comprising norvaline, 
norleucine, homo-leucine, leucine, isoleucine, Valine, cysteine, cysteine(Me), cysteine(Et), 
cysteine(Pr), methionine, allylglycine, propargylglycine, cyclohexylglycine, cyclohexylalanine, 
phenylalanine, tyrosine, tryptophane, histidine, 1 -naphtylalanine, 2-thienylalanine, 3- 
thienylalanine and respective derivatives thereof. 

71. (Previously Presented) The compound according to claim 62, wherein XI and/or X4 
comprise one or more groups that improve water solubility, whereby the water solubility 
improving group is seletected from the group comprising hydroxy, keto, carboxamido, ether, 
urea, carbamate, amino, substituted amino, Guanidino, pyridyl and carboxyl. 
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72. (Previously Presented) The compound, preferably a C5a receptor antagonist, having the 
following structure: 

X1-X2-X3-X4-X5-X6-X7-1 
I 1 (i) 

, whereby XI -X3 and X5-X7 are defined as in claim 62 and whereby 

X4 is a cyclic or a non-cyclic amino acid, whereby the cyclic amino acid is seletected from the 
group comprising proline, pipecolinic acid, azetidine-2-carboxylic acid, tetrahydroisochinoline- 
3-carboxylic acid, tetrahydroisochinoline-l-carboxylic acid, octahydroindole-2-carboxylic acid, 
l-aza-bicyclo-[3.3.0]-octane-2-carboxylic acid, 4-phenyl-pyrrolidine-2-carboxylic acid, cis-Hyp 
and trans-Hyp, and whereby the non-cyclic amino acid is selected from the group comprising 
Ser, Gin, Asn, Cys(02CH 2 CH 2 CONH2), Arg, Hyp(COCH 2 OCH 2 CH 2 OCH 2 CH 2 OCH 3 ), 
Hyp(CONH-CH 2 CH(OH)-CH 2 OH) and respective derivatives thereof and respective analogs 
thereof; and 

the lines - in formula (I) indicate chemical bonds, whereby the chemical bond is individually and 
independently selected from the group comprising covalent bonds, ionic bonds and coordinative 
bonds, whereby preferably the bond is a chemical bond and more preferably the chemical bond is 
a bond selected from the group comprising amide bonds, disulfide bonds, ether bonds, thioether 
bonds, oxime bonds and aminotriazine bonds. 

73. (Previously Presented) The compound according to Claim 72, characterized in that the 
amino acid represented by X4 is preferably selected from the group comprising proline, 
pipecolinic acid, azetidine-2-carboxylic acid, tetrahydroisochinoline-3-carboxylic acid, 
tetrahydroisochinoline-l-carboxylic acid, octahydroindole-2-carboxylic acid, 1 -aza-bicyclo- 
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[3.3.0]-octane-2-carboxylic acid, 4-phenyl-pyrrolidine-2-carboxylic acid, Hyp, Ser, Gin, Asn, 
Cys(0 2 CH 2 CH 2 CONH2) and Arg. 

74. (Previously Presented) The compound according to claim 72, whereby 

X2 is a derivative of an amino acid that is selected from the group comprising phenylalanine, 2- 
fluoro-phenylalanine, 3-fluoro-phenylalanine, 4-fluoro-phenylalanine, 2-chlorophenylalanine, 3- 
chlorophenylalanine, 4-chlorophenylalanine, 1 -naphtylalanine, 2-thienylalanine, 3- 
thienylalanine, 3,3-diphenylalanine, tyrosine, tryptophane, histidine and respective derivatives 
thereof; 

or X2 and XI taken together are PhCH 2 CH 2 CO- or PhCH 2 -; 

X6 is a derivative of an amino acid that is selected from the group comprising tryptophane, 
phenylalanine, tyrosine, histidine, 1 -naphtylalanine, benzothienylalanine, 2-aminoindane-2- 
carboxylic acid, 2-thienylalanine, 3-thienylalanine, 2-fluoro-phenylalanine, 3-fluoro- 
phenylalanine, 4-fluoro-phenylalanine, 2-chlorophenylalanine, 3-chlorophenylalanine, 4- 
chlorophenylalanine and respective derivatives thereof; 

X5 is a derivative of an amino acid that is selected from the group comprising D- 
cyclohexylalanine, D-cyclohexylglycine, D-homo-cyclohexylalanine, D-homoleucine, D- 
cysteine(tBu), D-cysteine(iPr), octahydroindole-2-carboxylic acid, 2-methyl-D-phenylalanine 
and respective derivatives thereof; and 

X7 is a derivative of an amino acid that is selected from the group comprising norvaline, 
norleucine, homo-leucine, leucine, isoleucine, Valine, cysteine, cysteine(Me), cysteine(Et), 
cysteine(Pr), methionine, allylglycine, propargylglycine, cyclohexylglycine, cyclohexylalanine, 
phenylalanine, tyrosine, tryptophane, histidine, 1 -naphtylalanine, 2-thienylalanine, 3- 
thienylalanine and respective derivatives thereof. 

75. (Currently Amended) A compound, preferably a C5a receptor antagonist, having the 
following structure: 
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X1-X2-X3-X4-X5-X6-X7- 



1 



-, whereby XI -X2 and X4-X7 are defined as in claim 62 and whereby 



X3 has the following structure 



R1— X— R2 

Y (iv), 



Xis C(R4) orN, 

Rl is optionally present and if Rl is present then Rl is a radical which is selected from the group 
comprising >N-R1B, >C(R1B)(R1D) and >0, whereby RIB and RID are individually and 
independently selected from the group comprising H, alkyl, substituted alkyl, cycloalkyl, 
substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, aryl, substituted aryl, heteroaryl, 
substituted heteroaryl, arylakyl, substituted arylalkyl, cycloalkylalkyl and substituted 
cycloalkylalkyl; 



R2 is optionally present and if R2 is present then R2 is a radical that is selected from the group 
comprising >C=0, >C=S, >S0 2 , >PO(OH), >B(OH), >CH 2 , >CH 2 CO, >CHF and >CF 2 ; 
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R4 is a radical, whereby the radical is selected from the group comprising H, F, CF 3 , alkyl and 
substituted alkyl; 

the binding of structure (IV) to the moieties X2 and X4 preferably takes place via Rl and R2; 

R3 is a radical, whereby the radical is selected from the group comprising H, alkyl, substituted 
alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, aryl, substituted 
aryl, heteroaryl, substituted heteroaryl, cycloalkylalkyl, substituted cycloalkylalkyl, 
heterocyclylalkyl, substituted heterocyclylalkyl, arylalkyl, substituted arylalkyl, heteroarylalkyl 
and substituted heteroarylalkyl. 

Y is optionally present and if Y is present then Y is a radical that is selected from the group 
comprising -N(YB)-, -0-, -S-, -S-S-, -CO-, -C=N-0-, -CO-N(YB)- and 



s whereby YB, YB1 and YB2 are individually and independently selected from the group 
comprising H, alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, 
substituted heterocyclyl, aryl, substituted aryl, heteroaryl, substituted heteroaryl, arylakyl, 
substituted arylalkyl, cycloalkylalkyl and substituted cycloalkylalkyl. 

76. (Currently Amended) The compound according to Claim 75, characterized in that 

R3 is a radical selected from the group comprising methyl, ethyl, propyl, butyl, benzyl and 




N(YB1)(YB2) i 
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Y is optionally present and if Y is present then Y is a radical selected from the group comprising 
-N(YB)-, -0-, -S- and -S-S-, and YB is preferably defined as in Claim 62- 75. 

77. (Previously Presented) The compound according to claim 75, whereby 

X2 is a derivative of an amino acid selected from the group comprising phenylalanine, 2-fluoro- 
phenylalanine, 3-fluoro-phenylalanine, 4-fluoro-phenylalanine, 2-chlorophenylalanine, 3- 
chlorophenylalanine, 4-chlorophenylalanine, 1-naphtylalanine, 2-thienylalanine, 3- 
thienylalanine, 3,3-diphenylalanine, tyrosine, tryptophane, histidine and respective derivatives 
thereof; 

or X2 and XI taken together are PhCH 2 CH 2 CO- or PhCH 2 -; 

X6 is a derivative of an amino acid selected from the group comprising tryptophane, 
phenylalanine, tyrosine, histidine, 1-naphtylalanine, benzothienylalanine, 2-aminoindane-2- 
carboxylic acid, 2-thienylalanine, 3-thienylalanine, 2-fluoro-phenylalanine, 3-fluoro- 
phenylalanine, 4-fluoro-phenylalanine, 2-chlorophenylalanine, 3-chlorophenylalanine, 4- 
chlorophenylalanine and respective derivatives thereof; 

X5 is a derivative of an amino acid selected from the group comprising D-cyclohexylalanine, D- 
cyclohexylglycine, D-homo-cyclohexylalanine, D-homoleucine, D-cysteine(tBu), D- 
cysteine(iPr), octahydroindole-2-carboxylic acid, 2-methyl-D-phenylalanine and respective 
derivatives thereof; and 

X7 is a derivative of an amino acid selected from the group comprising norvaline, norleucine, 
homo-leucine, leucine, isoleucine, valine, cysteine, cysteine(Me), cysteine(Et), cysteine(Pr), 
methionine, allylglycine, propargylglycine, cyclohexylglycine, cyclohexylalanine, 
phenylalanine, tyrosine, tryptophane, histidine, 1-naphtylalanine, 2-thienylalanine, 3- 
thienylalanine and respective derivatives thereof. 
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78. (Previously Presented) The compound according to claim 62, characterized in that X3 is a 
derivative of an amino acid selected from the group comprising alpha-amino-glycine, alpha-beta- 
diaminopropionic acid (Dap), alpha-gamma-diaminobutyric acid (Dab), ornithine, lysine, 
homolysine, Phe(4-NH2), 2-amino-3-(4-piperidinyl)propionic acid and 2-amino-3-(3- 
piperidinyl)propionic acid, and the amino acid is derivatized at the side chain. 

79. (Currently Amended) A compound, preferably according to claim 62, whereby the 
compound is a C5a receptor antagonist having an IC 50 value of < 200 nM and having the 
following structure: 



O 




r whereby 

A is selected from the group comprising H, NH2, NHalkyl, Nalkyl2, NHacyl and OH, 



B is selected from the group comprising CH2(aryl), CH(aryl)2, CH2(heteroaryl), substituted 
CH2(aryl), aryl, substituted aryl and heteroaryl, 



U.S. Serial Number 10/564,788 
Page 14 

CI and C2 are individually and independently selected from the group comprising alkyl and 
substituted alkyl, whereby between CI and C2 optionally a bond can be formed, 

D is selected from the group comprising alkyl, cycloalkyl, CH2(cycloalkyl), 
CH2CH2(cycloalkyl), CH2Ph(2-Me) and CH2-S-alkyl, 

E is selected from the group comprising CH2(aryl), substituted CH2(aryl) and CH2(heteroaryl), 

F is selected from the group comprising alkyl, CH2-S-alkyl, CH2CH2-S-Me, CH2CH-CH2, 
CH-CCH, cyclohexyl, CH2cyclohexyl, CH2Ph, CH2naphtyl, CH2thienyl, 

Zl is selected from the group comprising (CH2)nNH with n = 1, 2, 3, 4, (CH2)30, (CH2)20, 
(CH2)4, (CH2)3, CH2Ph(4-NH) and CH2(4-piperidinyl), and 

Z3 is optionally present and if Z3 is present then it is selected from the group comprising CO and 
CH2. 

80. (Previously Presented)The compound according to Claim 79, characterized in, that 
A is selected from the group comprising H, NH2, NHEt, NHAc, OH, 

B is selected from the group comprising CH2Ph, CH2Ph(4-F), CH(Ph)2, CH2thienyl, 
CH2naphtyl, phenyl, Ph(4-F) and thienyl, 

CI is selected from the group comprising H and methyl, C2 is selected from the group 
comprising methyl and CH20H, or if CI and C2 are connected by a bond, the resulting structure 
is selected from the group comprising -(CH2)2-, -(CH2)3-, -(CH2)4- and -CH2CH(OH)CH2-. 

D is selected from the group comprising CH2CH2iPr, CH2iPr, cyclohexyl, CH2cyclohexyl, 
CH2CH2cyclohexyl, CH2Ph(2-Me), CH2-S-tBu and CH2-S-iPr, 
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E is selected from the group comprising CH2Ph, CH2Ph(2-Cl), CH2Ph(3-Cl), CH2Ph(4-Cl), 
CH2Ph(2-F), CH2Ph(3-F), CH2Ph(4-F), CH2indolyl, CH2thienyl, CH2benzothienyl and 
CH2naphtyl, 

F is selected from the group comprising (CH2)3CH3, (CH2)2CH3, (CH2)2-iPr, CH2-iPr, iPr, 
CH2-S-Et, CH2CH2-S-Me, CH2CH=CH2, CH2-CCH, cyclohexyl and CH 2 Ph, 

Zl is selected from the group comprising (CH2)nNH with n=l, 2, 3, 4, (CH2)30, CH2Ph(4-NH) 
and CH2(4-piperidinyl), and 

Z3 is optionally present, and if Z3 is present, then it is selected from the group comprising CO 
and CH2. 

8 1 . (Previously Presented) A compound, preferably a C5a receptor antagonist, whereby the 
compound has the following structure: 



whereby dl, d2, d3 and d4 represent the distances of A, B, C and D in at least one energetically 
accessible conformer of the compound and have the following values: 




dl =5.1 ± 1.0A 
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d2 = 11.5 ± 1.0 A 
d3 = 10.0 ± 1.5 A 
d4 = 6.9± 1.5 A 

A and C are individually and independently a hydrophobic radical, whereby the hydrophobic 
radical is selected from the group comprising alkyl, cycloalkyl, heterocyclyl, aryl and heteroaryl; 

B and D are individually and independently an aromatic or a heteroaromatic radical, whereby 
preferably the aromatic radical is aryl, and preferably the heteroaromatic radical is heteroaryl. 

82. (Currently Amended) The compound according to claim 80 81, whereby A and C are 
individually and independently selected from the group comprising C3-C6-alkyl, C5-C7- 
cycloalkyl, methylthioethyl, methylthio-tert-butyl, indolyl, phenyl, naphtyl, thienyl, propenyl, 
propinyl, hydroxyphenyl, indolyl and imidazolyl; 

B is selected from the group comprising phenyl, substituted phenyl, naphthyl, thienyl, 
benzothienyl, hydroxyphenyl, indolyl, and imidazolyl; and 

D is selected from the group comprising phenyl, naphthyl, thienyl, thiazolyl, furanyl, 
hydroxyphenyl, indolyl and imidazolyl. 

83. (Currently Amended) A compound, preferably a C5a receptor antagonist, having the 
following structure: 
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rwhereby 

A, B, C and D represent the C-alpha atoms in amino acids, amino acid analogs or amino acid 
derivatives, 

dl, d2, d3 and d4 represent the distances of A, B, C and D in at least one energetically accessible 
conformer of the compound and have the following values: 

dl =3,9 ±0,5 A 

d2 = 3,9 ± 0,5 A 

d3 = 9,0± 1,5 A 

d4 = 9,0± 1,5 A; 

whereby the amino acids whose alpha-atoms are represented by A and C, individually and 
independently have a hydrophobic amino acid side chain that comprises an alkyl-, cycloalkyl, 
cycloalkylalkyl, heterocyclyl, aryl, arylalkyl, heteroaryl, heteroarylalkyl or methylthio-tert-butyl 
group, 

whereby the amino acids whose alpha-atoms are represented by B and D, individually and 
independently have an aromatic or heteroaromatic amino acid side chain that comprises an aryl, 
arylalkyl, heteroaryl or heteroarylalkyl group. 

84. (Currently Amended) The compound according to claim 83, 

whereby the side chain of the amino acid whose alpha-atom is represented by A, is seletected 
from the group comprising C3-C6-alkyl, methyl thioethyl, propenyl, propinyl, R5, methyl-R5 and 
ethyl-R5, whereby R5 is a radical that is selected from the group comprising C5-C7-cycloalkyl, 
phenyl, substituted phenyl, hydroxyphenyl, indolyl, imidazolyl, naphtyl and thienyl; 
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whereby the amino acid whose alpha-atom is represented by B, is selected from the group 
comprising R5, methyl-R5 and ethyl-R5, whereby R5 is a radical that is selected from the group 
comprising phenyl, substituted phenyl, naphtyl, thienyl, benzothienyl, hydroxyphenyl, indolyl 
and imidazolyl; 

whereby the amino acid whose alpha-atom is represented by C, is selected from the group 
comprising C3-C6-alkyl, R5, methyl-R5 and ethyl-R5, whereby R5 is a radical that is selected 
from the group comprising C5-C7-cycloalkyl, phenyl, 1 -methyl-phenyl, 2-methyl-phenyl, 3- 
methyl-phenyl and S-tBu; and 

whereby the amino acid whose alpha-atom is represented by D, is selected from the group 
comprising R5, methyl-R5 and ethyl-R5, whereby R5 is a radical, that is selected from the group 
comprising phenyl, naphthyl, thienyl, thiazolyl, furanyl, hydroxyphenyl, indolyl and imidazolyl. 

85. ( Currently Amended) A compound, preferably a C5a receptor antagonist, having the 
following structure: 

X1-X2-X3-X4-X5-X6-X7-X8 (ii), 

-whereby 

XI is a radical having a mass of about 1-300 and whereby XI is preferably selected from the 
group comprising R5-, R5-CO-, R5-N(R6)-CO-, R5-0-CO-, R5-S0 2 -, R5-N(R6)-S0 2 -, R5- 
N(R6)-, R5-N(R6)-CS-, R5-N(R6)-C(NH>, R5-CS-, R5-P(0)OH-, R5-B(OH)-, R5-CH=N-0- 
CH 2 -CO-, whereby R5 and R6 are individually and independently selected from the group 
comprising H, F, hydroxy, alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, 
heterocyclyl, substituted heterocyclyl, arylalkyl, substituted arylalkyl, aryl, substituted aryl, 
heteroaryl, substituted heteroaryl, acyl, substituted acyl, alkoxy, alkoxyalkyl, substituted 
alkoxyalkyl, aryloxyalkyl and substituted aryloxyalkyl, 

X2 is a radical that mimics the biological binding characteristics of a phenylalanine unit, 
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X3 and X4 are individually and independently a spacer, whereby the spacer is preferably 
selected from the group comprising amino acids, amino acid analogs and amino acid derivates, 

X5 is a radical that mimics the biological binding characteristics of a cyclohexylalanine or 
homoleucine unit, 

X6 is a radical that mimics the biological binding characteristics of a tryptophane unit, 

X7 is a radical that mimics the biological binding characteristics of a norleucine or phenylalanine 
unit, 

X8 is a radical, whereby the radical is optionally present in structure II, and if it is present, it is 
selected from the group comprising H, NH 2 , OH, NH-OH, NH-Oalkyl, amino, substituted amino, 
alkoxy, substituted alkoxy, hydrazino, substituted hydrazino, aminooxy, substituted aminooxy, 
alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, 
heteroaryl, substituted heteroaryl, arylalkyl, substituted arylalkyl, aryl, substituted aryl, amino 
acid, amino acid derivative and amino acid analogon; 

the connecting lines - in formula (II) represent chemical bonds, whereby the chemical bond is 
individually and independently selected from the group comprising covalent bonds, ionic bonds 
and coordinative bonds, whereby preferably the bond is a chemical bond and more preferably the 
chemical bond is a bond selected from the group comprising amide bonds, disulfide bonds, ether 
bonds, thioether bonds, oxime bonds and aminotriazine bonds. 

86. (Previously Presented) The compound according to claim 85, whereby 

XI is a radical having a mass of about 1-300, whereby the radical is preferably selected from the 
group comprising R5, R5-CO-, R5-N(R6)-CO-, R5-0-CO-, R5-S0 2 -, R5-N(R6)-C(NH)-, 
whereby preferably R5 and R6 are individually and independently selected from the group 
comprising H, alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, 
substituted heterocyclyl, aryl and substituted aryl; 
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X2 and X6 are individually and independently an aromatic amino acid, a derivative or an 
analogon thereof, 

X5 and X7 are individually and independently a hydrophobic amino acid, a derivative or an 
analogon thereof. 

87. (Previously Presented) The compound according to claim 85, whereby X2, X5, X6 and X7 
have individually and independently the following structure: 

R1— X— R2 
I 

R3 (in), 

whereby 

Xis C(R4) orN, 

Rl is optionally present and if Rl is present, it is a radical that is selected from the group 
comprising >N-R1B, >C(R1B)(R1D) and >0, whereby RIB and RID are individually and 
independently selected from the group comprising H, alkyl, substituted alkyl, cycloalkyl, 
substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, aryl, substituted aryl, heteroaryl, 
substituted heteroaryl, arylalkyl, substituted arylalkyl, cycloalkylalkyl and substituted 
cycloalkylalkyl; 

R2 is optionally present and if R2 is present, it is a radical selected from the group comprising 
>C=0, >C=S, >S0 2 , >S=0, >C=NH, >C=N-CN, >PO(OH), >B(OH), >CH 2 , >CH 2 CO, >CHF 
and >CF 2 ; 
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R4 is a radical, whereby the radical is selected from the group comprising H, F, CH 3 , CF 3 , alkyl 
and substituted alkyl; 

and the binding of structure (III) to the moieties XI and X3, X4 and X6, X5 and X7, and X6 and 
X8 preferably takes place via Rl and R2; 

for X2 and for X6 individually and independently R3 is a radical, whereby the radical comprises 
an aromatic group and is selected from the group comprising aryl, substituted aryl, heteroaryl, 
substituted heteroaryl, arylalkyl, substituted arylalkyl, heteroarylalkyl, substituted 
heteroarylalkyl, alkyloxy-alkyl, substituted alkyloxy-alkyl, alkyloxy-cycloalkyl, substituted 
alkyloxy-cycloalkyl, alkyloxy-heterocyclyl, substituted alkyloxy-heterocyclyl, alkyloxy-aryl, 
substituted alkyloxy-aryl, alkyloxy-heteroaryl, substituted alkyloxy-heteroaryl, alkylthio-alkyl, 
substituted alkylthio-alkyl, alkyl thio-cycloalkyl and substituted alkylthio-cycloalkyl; and 

for X5 and for X7 individually and independently R3 is a radical, whereby the radical comprises 
an aliphatic or aromatic group and preferably is selected from the group comprising alkyl, 
substituted alkyl, cycloalkyl, substituted cycloalkyl, heterocyclyl, substituted heterocyclyl, aryl, 
substituted aryl, heteroaryl, substituted heteroaryl, arylalkyl, substituted arylalkyl, 
heteroarylalkyl, substituted heteroarylalkyl, cycloalkylalkyl, substituted cycloalkylalkyl, 
heterocyclylalkyl, substituted heterocyclylalkyl, alkyloxy-alkyl, substituted alkyloxy-alkyl, 
alkyloxy-cycloalkyl, substituted alkyloxy-cycloalkyl, alkyloxy-heterocyclyl, substituted 
alkyloxy-heterocyclyl, alkyloxy-aryl, substituted alkyloxy-aryl, alkyloxy-heteroaryl, substituted 
alkyloxy-heteroaryl, alkylthio-alkyl, substituted alkylthio-alkyl, alkylthio-cycloalkyl and 
substituted alkylthio-cycloalkyl. 

88. (Previously Presented) The compound according to claim 87, characterized in that a ring 
is formed using R3 and R4. 

89. (Previously Presented) The compound according to claim 87, characterized in that for X2 
and for X6 individually and independently R3 is selected from the group comprising phenyl, 
substituted phenyl, benzyl, substituted benzyl, 1,1-diphenylmethyl, substituted 1,1- 
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diphenylmethyl, naphthylmethyl, substituted naphthylmethyl, thienylmethyl, substituted 
thienylmethyl, benzothienylmethyl, substituted benzothienylmethyl, imidazolylmethyl, 
substituted imidazolylmethyl, indolylmethyl and substituted indolylmethyl. 

90. (Currently Amended) The compound according to claim 88 87, characterized in that for 
X5 and for X7 individually and independently R3 is selected from the group comprising C3-C5- 
alkyl, substituted C3-C5-alkyl, C5-C7-cycloalkyl, substituted C5-C7-cycloalkyl, C5-C7- 
cycloalkylmethyl, substituted C5-C7-cycloalkylmethyl, cycloalkylethyl, substituted 
cycloalkylethyl, benzyl, substituted benzyl, phenylethyl, naphthylmethyl, thienylmethyl, 
propenyl, propinyl, methylthioethyl, imidazolylmethyl, substituted imidazolylmethyl, 
indolylmethyl and substituted indolylmethyl. 

91. (Currently Amended) The compound according to claim 88 87, characterized in that X8 is 
selected from the group comprising H, OR1 and NR1R2, whereby Rl and R2 are individually 
and independently selected from the group comprising H, alkyl, aryl, cycloalkyl and arylalkyl. 

92. (Previously Presented) The compound according to claims 85, characterized in that XI is 
selected from the group comprising H, acetyl, propanoyl, butanoyl, benzoyl, 
fluoromethylcarbonyl, difluoromethylcarbonyl, phenyl, oxycarbonyl, methyl-oxycarbonyl, 
phenyl-aminocarbonyl, methyl-aminocarbonyl, phenyl-sulfonyl, 2,6-dioxo-hexahydro- 
pyrimidine-4-carbonyl and methyl-sulfonyl. 

93. (Previously Presented) The compound according to claim 85, whereby XI and/or X4 
comprise one or more groups that improve water solubility, whereby the water solubility 
improving group is selected from the group comprising hydroxy, keto, carboxamido, ether, urea, 
carbamate, amino, substituted amino, guanidino, pyridyl and carboxyl. 



94. (Currently Amended) A compound, preferably a C5a receptor antagonist, having the 
following structure: 
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X1-X2-X3-X4-X5-X6-X7-X8 (ii), 

r whereby XI -X3 and X5-X8 are defined in claim 85 and whereby 

X4 is a cyclic or a non-cyclic amino acid, whereby the cyclic amino acid is selected from the 
group comprising proline, pipecolic acid, azetidine-2-carbonic acid, tetrahydroisoquinoline-3- 
carboxylic acid, tetrahydroisoquinoline-l-carboxylic acid, octahydroindole-2-carboxylic acid, 1- 
aza-bicyclo-[3.3.0]-octane-2-carboxylic acid, 4-phenyl-pyrrolidine-2-carboxylic acid, cis-Hyp 
and trans-Hyp, and the non-cyclic amino acid is selected from the group comprising Ser, Gin, 
Asn, Cys(02CH 2 CH 2 CONH2), Arg, Hyp(COCH 2 OCH 2 CH 2 OCH 2 CH 2 OCH3), Hyp(CONH- 
CH 2 CH(OH)-CH 2 OH) and respective derivatives thereof and respective analogs thereof; and 

the connecting lines - in formula (I) represent chemical bonds, whereby preferably the chemical 
bond is individually and independently selected from the group comprising covalent bonds, ionic 
bonds and coordinative bonds, whereby preferably the bond is a chemical bond and more 
preferably the chemical bond is a bond selected from the group comprising amide bonds, 
disulfide bonds, ether bonds, thioether bonds, oxime bonds and aminotriazine bonds. 

95. (Previously Presented) The compound according to claim 94, characterized in that the 
amino acid represented by X4 preferably is chosen from the group comprising proline, Pipecolic 
acid, azetidine-2-carboxylic acid, tetrahydroisoquinoline-3-carboxylic acid, 
tetrahydroisoquinoline-l-carboxylic acid, octahydroindole-2-carboxylic acid, 1-aza-bicyclo- 
[3.3.0]-octane-2-carboxylic acid, 4-phenyl-pyrrolidine-2-carboxylic acid, Hyp, Ser, Gin, Asn, 
Cys(0 2 CH 2 CH 2 CONH 2 ) and Arg. 

96. (Currently Amended) A compound, preferably a C5a receptor antagonist, having the 
following structure: 



X1 --X2--X3--X4--X5--X6--X7--X8 
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rwhereby XI -X2 and X4-X8 are defined as in claim 85 and whereby 



X3 has the following structure: 



whereby 



R1— X— R2 
I 

f 

Y (iv), 



Xis C(R4) orN, 



Rl is optionally present and if Rl is present it is a radical selected from the group comprising 
>N-R1B, >C(R1B)(R1D) and >0, whereby RIB and RID are individually and independently 
selected from the group comprising H, alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, 
heterocyclyl, substituted heterocyclyl, aryl, substituted aryl, heteroaryl, substituted heteroaryl, 
arylakyl, substituted arylalkyl, cycloalkylalkyl and substituted cycloalkylalkyl; 

R2 is optionally present and if R2 is present it is a radical selected from the group comprising 
>C=0, >C=S, >S0 2 , >PO(OH), >B(OH), >CH 2 , >CH 2 CO, >CHF and >CF 2 ; 

R4 is a radical, whereby the radical is selected from the group comprising H, F, CF 3 , alkyl and 
substituted alkyl; 

the binding of structure (IV) to the moieties X2 and X4 preferably takes place via Rl and R2; 

R3 is a radical selected from the group comprising H, alkyl, substituted alkyl, cycloalkyl, 
substituted cycloalkyl, cycloalkylalkyl, substituted cycloalkylalkyl, heterocyclyl, substituted 
heterocyclyl, heterocyclylalkyl, substituted heterocyclylalkyl, aryl, substituted aryl, arylalkyl, 
substituted arylalkyl, heteroaryl, substituted heteroaryl, heteroarylalkyl, substituted 
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heteroarylalkyl, acyl, substituted acyl, alkoxyalkyl, substituted alkoxyalkyl, aryloxyalkyl, 
substituted aryloxyalkyl, sulfhydrylalkyl, substituted sulfhydrylalkyl, hydroxyalkyl, substituted 
hydroxyalkyl, carboxyalkyl, substituted carboxyalkyl, carboxamidoalkyl, substituted 
carboxamidoalkyl, carboxyhydrazinoalkyl, ureidoalkyl aminoalkyl, substituted aminoalkyl, 
guanidinoalkyl and substituted guanidinoalkyl; 

Y is optionally present and if present is a radical that is selected from the group comprising H, 
-N(YB 1 )-CO-YB2, -N(YB 1 )-CO-N(YB2)(YB3), -N(YB 1 )-C(N-YB2)-N(YB3)(YB4), 
-N(YB1)(YB2), -N(YB1)-S0 2 -YB2, O-YBl, S-YB1, -CO-YB1, -CO-N(YBl)(YB2) and -C=N- 
O-YBl, whereby YB1, YB2, YB3 and YB4 are individually and independently selected from the 
group comprising H, CN, N0 2 , alkyl, substituted alkyl, cycloalkyl, substituted cycloalkyl, 
heterocyclyl, substituted heterocyclyl, aryl, substituted aryl, heteroaryl, substituted heteroaryl, 
arylakyl, substituted arylalkyl, cycloalkylalkyl and substituted cycloalkylalkyl. 

97. (Previously Presented)The compound according to claim 96, characterized in that 

R3 is a radical having the structure 

-(CH 2 ) m -Y (VII) 
or 

-(CH 2 ) m -C 6 H4-Y (VIII) ist 

, whereby 

m is 1, 2, 3 or 4; 

Y is N(R3b)(R3c) or -N(YB1)-C(N-YB2)-N(YB3)(YB4), whereby R3b, R3c, YB1, YB2, YB3 
and YB4 are individually and independently selected from the group comprising H, CN and 
alkyl. 
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98. (Previously Presented) The compound according to claim 96, characterized in that a ring 
is formed between two moieties of the compound, whereby the moieties of the compound are 
individually and independently selected from the group comprising YB1, YB2, YB3 and YB4. 

99. (Previously Presented) The compound according to claim 98, characterized in that the ring 
is formed using YB2 and YB3. 



100. (Previously Presented) The compound according to claim 96, characterized in that Y is 
-NH 2 



101. (Previously Presented) The compound according to claim 85, whereby 

X2 is a derivative of an amino acid selected from the group comprising phenylalanine, 2-fluoro- 
phenylalanine, 3-fluoro-phenylalanine, 4-fluoro-phenylalanine, 2-chloro-phenylalanine, 3- 
chloro-phenylalanine, 4-chloro-phenylalanine, 1-naphtylalanine, 2-thienylalanine, 3- 
thienylalanine, 3,3-diphenylalanine, tyrosine, tryptophane, histidine and respective derivatives 
thereof; 

or X2 and XI together are PhCH 2 CH 2 CO- or PhCH 2 -; 

X6 is a derivative of an amino acid selected from the group comprising tryptophane, 
phenylalanine, tyrosine, histidine, 1-naphtylalanine, benzothienylalanine, 2-aminoindane-2- 
carboxylic acid, 2-thienylalanine, 3-thienylalanine, 2-fluoro-phenylalanine, 3-fluoro- 




H 



or 



(IX). 



U.S. Serial Number 10/564,788 
Page 27 

phenylalanine, 4-fluoro-phenylalanine, 2-chloro-phenylalanine, 3-chloro-phenylalanine, 4- 
chloro-phenylalanine and respective derivatives thereof; 

X5 is a derivative of an amino acid selected from the group comprising D-cyclohexylalanine, D- 
cyclohexylglycine, D-homo-cyclohexylalanine, D-homoleucine, D-cysteine(tBu), D- 
cysteine(iPr), octahydroindole-2-carboxylic acid, 2-methyl-D-phenylalanine and respective 
derivatives thereof; and 

X7 is a derivative of an amino acid selected from the group comprising norvaline, norleucine, 
homo-leucine, leucine, isoleucine, valine, cysteine, cysteine(Me), cysteine(Et), cysteine(Pr), 
methionine, allylglycine, propargylglycine, cyclohexylglycine, cyclohexylalanine, 
phenylalanine, tyrosine, tryptophane, histidine, 1 -naphtylalanine, 2-thienylalanine, 3- 
thienylalanine and respective derivatives thereof. 

102. (Currently Amended) The compound according to claim 62 85, characterized in that X3 is 
an amino acid derivative of an amino acid, whereby the amino acid is selected from the group 
comprising alpha-amino-glycine, alpha-beta-diaminopropionic acid (Dap), alpha-gamma- 
diaminobutanoic acid (Dab), ornithine, lysine, homolysine, Phe(4-NH2), 2-amino-3-(4- 
piperidinyl)propionic acid and 2-amino-3-(3-piperidinyl)propionic acid, and the amino acid is 
derivatized at the side chain. 

103. (Currently Amended) A compound, preferably according to claim 62 85, whereby the 
compound is a C5a receptor antagonist having an IC 50 value of < 200 nM and having the 
following structure: 



C2 O E O 




O Z2 
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(VI), 

-whereby 

A is selected from the group comprising H, NH 2 , NHalkyl, Nalkyl 2 , NHacyl, substituted NHacyl 
and OH, 

B is selected from the group comprising CH 2 (aryl), CH(aryl) 2 , CH 2 (heteroaryl) and substituted 
CH 2 (aryl), 

CI and C2 are individually and independently selected from the group comprising alkyl and 
substituted alkyl, whereby optionally a bond can be formed between CI and C2, 

D is selected from the group comprising alkyl, cycloalkyl, CH 2 (cycloalkyl), 
CH 2 CH 2 (cycloalkyl), CH 2 Ph(2-Me) and CH 2 -S-alkyl, 

E is selected from the group comprising CH 2 (aryl), substituted CH 2 (aryl) and CH 2 (heteroaryl), 

F is selected from the group comprising alkyl, CH 2 -S-alkyl, CH 2 CH 2 -S-Me, CH 2 CH=CH 2 , CH- 
CCH, cyclohexyl, CH 2 cyclohexyl, CH 2 Ph, CH 2 naphtyl, CH 2 thienyl, and 

Z2 is -R3-Y-, whereby R3 is selected from the group comprising H, alkyl, arylalkyl, and Y is 
optionally present, and if Y is present, Y is selected from the group comprising H, 



N(YB 1 )(YB2), N( YB 1 )C(N- YB2)-N(YB3)(YB4), 
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r whereby YB1, YB2, YB3 and YB4 are individually and independently selected from the group 
comprising H, CN and alkyl, and optionally a ring is formed using at least two of YB1, YB2, 
YB3 and YB4, and 

G is selected from the group comprising H, OR1 and NR1R2, whereby Rl and R2 are 
individually and independently selected from the group comprising H, alkyl, aryl, cycloalkyl and 
arylalkyl. 

104. (Previously Presented)The compound according to claim 103, characterized in that 
A is selected from the group comprising H, NH2, NHEt, NHAc, OH, 

B is selected from the group comprising CH 2 Ph, CH 2 Ph(4-F), CH(Ph) 2 , CH 2 thienyl and 
CH 2 naphtyl, 

CI is selected from the group comprising H and methyl, C2 is selected from the group 
comprising methyl and CH 2 OH, or if CI and C2 are connected by a bond, the thus resulting 
structure is selected from the group comprising -(CH 2 ) 2 -, -(CH 2 )3-, -(CH 2 )4- and - 
CH 2 CH(OH)CH 2 -. 

D is selected from the group comprising CH 2 CH 2 iPr, CH 2 iPr, cyclohexyl, CH 2 cyclohexyl, 
CH 2 CH 2 cyclohexyl, CH 2 Ph(2-Me), CH 2 -S-tBu and CH 2 -S-iPr, 

E is selected from the group comprising gCH 2 Ph, CH 2 Ph(2-Cl), CH 2 Ph(3-Cl), CH 2 Ph(4-Cl), 
CH 2 Ph(2-F), CH 2 Ph(3-F), CH 2 Ph(4-F), CH 2 indolyl, CH 2 thienyl, CH 2 benzothienyl and 
CH 2 naphtyl, 

F is selected from the group comprising (CH 2 ) 3 CH 3 , (CH 2 ) 2 CH 3 , (CH 2 ) 2 -iPr, CH 2 -iPr, iPr, CH 2 - 
S-Et, CH 2 CH 2 -S-Me, CH 2 CH=CH 2 , CH 2 -CCH, cyclohexyl and CH 2 Ph, 
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Z2 is -R3-Y-, whereby R3 is selected from the group comprising CH2, (CH 2 ) 2 , (CH2)3, (CH 2 )4 
and CH2-C6H4, and Y is selected from the group comprising NH 2 , NHEt, N(Et) 2 , 



HN 

NH-C(NH)-NH 2 and HN' 



N v 

-O 

MM f 



G is selected from the group comprising NH 2 , NHMe, OH, and H. 



105. (Currently Amended) The compound according to claim 62, whereby the compound is 
one of the following compounds: 





Compound 


4- 


Ac Phc [Orn Pro cha Trp Phe] 


2 


Ac Phe [Orn Hyp cha Trp Phe] 




HOCH,(CHOH) 4 C-N 0 Oft CO Pho [Orn Pro cha Trp 






4 






X Pho [Orn Pro cha Trp Nlo]; X - 2 acotamido 1 methyl 




glucuronyl 


& 






Trp Nle] 


6 






Ac Phe [Orn Hyp(CONH CH^CH(OH) CH 3 OH) cha Trp 






20 


Ac Phe [Orn Pro cha Trp -Ecr] 


28 


Ac Phe [Orn Pro cha Trp Nlo] 


29 


Ac Phe [Orn Pro cha Trp Met] 


34- 


Ac Phe [Orn Pro cha Trp Nva] 


32 


Ac Phe [Orn Pro cha Trp Hlo] 


33 


Ac Phe [Orn Pro cha Trp Eafj 


34 


Ac Phe- [Orn-Pro-cha Trp Ebd] 


3£ 


Ac Phe [Orn Pro cha Trp Eag] 
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35 


/vi rile [urn rru-iiia irp rmij 


37 


Af PVip rOrn Prn rrm Tm TNTil 

/vi-riic [urn rro cna 1 irp zrNi] 


3g 


A r. DV.a rr\™ nUn TVtA TUi'l 


44- 


rn ^fig-^ria uu [(Jin rio cna- irp iNiej 


42 


ri rne [yjvn rio cna irp-rNiej 


43. 


A^ T T70 Dim rr^w, T>».« T™ Mlal 

Al-l^ya rile [UIT1 1TO cna 1 irp-lNlej 


44 


n rile [\_/ni ■ocr-ciiu irp rNicj 


54- 


A r, T>Ua A™ D^^. ^Ur, TW. XiUn "\TXJ_ 

iVl-riic-uril rro cnu lip rilc-lNfl^ 


g2 


A /> DUq /"Wi A r» Q D+n DU/. MTJ. 


53 


A r, XiUn D*.^ n^n D+o VTU _ 

y\.c-rne-^rn-rrO"Cnu ma zrsi iNri^ 


54 


A^. DUa /"Ivm Dvn /-.U^. Dtn PUn MU 

ac rile urn rro cna ma una in ri^ 




a « dUa d;^ du 0 xttu 
/vc- rne-urn-rip-cna irp rne iNri-a 


56 




57 


PVi PH, rOrn Prn Trn PrirO 


gg 


Ac-rne [urn-iTO-cna irp iinij 




rn L/ri^urij Urij lu [urn rrocna irp-iNiej 


64- 


A /■ DU/-» /" A ^,1 I > , . U , , ' 1 1)1,,-. XT I I 

AC rne urn rTO Cna irp rne iNrl^ 




A r, UUn r\r^ lim r.Ur. D+n Dl,n XTTJT 

ac rne -urn r rev cna- rua 'r ne-rNrt^ 




Ac-rne-um-rTO-cna irp ziNi rsita 


65 


A ^ DUo /^Uo Tm r^Uo XTTJT 


66 


A TW, r\m A r»a ^.Uo T3+o Dli/> "MTJT 


67 


A ^ TUi DJ^. D+n XiUn MTU. 




Ac 1 Phe-Om Pro cha-Trp Eap NH2 




ivie^ rne urn rro cnaTrp-rne-iNria 








Ac-r!/Dw-L>rn- rro cna irp rne rsri^ 


72 


\r PVip Om Prn nVn Trn TsIH PH n PH, PVi 


74 




74 


H Pho Orn Pro cha Trp Phe NH 3 


75 


H Me Pho Orn Pro cha Trp Phe NHa 
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76 


Rn NH PD Phr Dm Prn rrn Tm Phi- MH, 


77 


Ar Thi Dm Prn rhn Trn Phr> MH, 


78 


\c Fhw Orn Prn rhn Trn Phr WHi 


79 


Ar Php Orn Mn phi Trn Php MHi 


80 


Ar Php Orn Prn rhn Trn Thi NHi 


84 


\r Phe Orn A^n rhn Prf Php NH, 


82 


Ar Phr> OmfAr^ Prn phn Trn Phr> MH\ 


g3 


A n PVip Orn \ir> rhi Trn Phf» NH, 
j vl r lie win yvzc ciiu — i rp-.r iic 1^1x2 


84 


A P pV«f Tm Prn rhi Tm Phr= MH, 
/vl rile iiprio cud- 1 rp-r iic-iNfi^ 


35 


Ph MP PD Php Orn Prn r>hn Trn Phf» MH, 


35 


Rn O PD Phf» Orn Prn phi Trn Phr> MM, 


87 


\r Phe T v" Prn <-hi Trn Php MH, 


88 


\ r PVip Arcr Prn phn Trn PVip MH, 
/ YC~.r I1C~/ VI g-i I U~CIlu — lip JTI1C IN 1X2 


89 


Ar Php Oln Prn r4m Tm Php MH, 
YvC"i llC"^Jlll~r iu~cilu~ 1 ip~JrIlc-lNrX2 


92 


A r Php Orn Pin r>hn Tm Phr MH, 
/VL rile Will i lp 1 Cllu — lip rllc-'lNrl^ 


93- 


\ r. DUo LJ, ,„ „V,o Tm DV,q VTTJf 


94 


a^. TiUa D^r, ^,1,0 r rv„ iw; wu 


95 


Ar Phn Orn \-7f rhn Rtn Phr* MH Me 
/VC rile Will /VZC CI1U Dlu 1 r Ilg-lNrl-lVlc 


96 




99 


Ar Php Orn A chn Pff Phr> MH, 




Ar PVif» Orn A 70 r>hn Mrf Phr> MH, 

^vc rile \JL11 cnu ivni rnc-rNrt^ 


404 


A^, DUn f"*.^-,/' A /,\ A „V,o TJ+o DUa 'NTLJ- 


402 


Ac 1 Ebw Orn Pro- cha TrpPhs-NH^ 


403 


A^> DJia TV„ Dr/, „V,n Trn DUc 'NTIJ 

/ w-r nc- 1 rp-xTU-cua 1 rp rnc iNri^ 


404 


A^, DUq A ^rv Dw> T.-V-. DUn "\TLJ_ 

/vl rnc /vrg rro cnu irp rne-iNri^ 


|Q5 


A^. DUa r^^-i Di'v, „V,o Trn DUn XTUT. 


406 




4447 


Ac Pho Orn Tic cha Trp Pho NH 2 


2Q3 


Ac Phe Orn Ser cha Trp Pho NH^ 


m 


Ac Phe Orn Pro chg Trp Phc NH^ 



U.S. Serial Number 10/564,788 
Page 33 



440 


\r PVir> Drn Prn hr-h Tm t>U« "VTUA 

ai rue 1 wni rro ncn irp rue inji^ 


2 21 


A o DUa l"\m Drn nUn T^> DVi n XTtJ. 

AC-rxie urn rro cna- J. rp rng IN rlj 


1 22 


Ac-rne pta Aze-cna pta rne rNria 


1 23 




2 25 


A^> Dim f\«, Di'^, ^.Vio Tw. DUn AU 


2 26 


Ap Phf^ Orn Tin rVin Tm PVir» HH 

ai riie-urn l ic cna irp rne-un 


227 


An Phf> Om «Vr r4m T-~ DU a /^U 

AC rile uni ocr cna lip rne Url 


2 28 


\ f Dlia /^r», Dm ^U^r TV^. DUa /~\U 

Ac-rne urn rro cng'irp-riis-uri 


229 


/vc rne r^ec ■ rro ■cna-pta-r ne rsria 


2 2Q 


A r> DViq \T1*» Dm nt>n TH+rt DU/-» \ ' 1 1 

/vc-rne rsie rro cna pta rne-iNrij 


222 


Ac-rue riar rro cna pta rne-iNrtj 


222 


A r. DUo A »«j-r Dm ^Un Dtn DUn TvTUA 

ac rile Arg rru 1 cna-pia rne r*<rj4 


223 


A« D1^« Pn/.^ A ^..t^ Dm ^Vi^. D+o DU/i XTTJ 

AC' rne ■c-yb^Acrnj rro cna old rne-rsrlj 


221 


A ^ DV,,-. \ Ann Dm D+„ DUa MXJ. 


225 


A/^ CUt, Dm ^Vio T3to DV-ir. VrtJ 

AC"C.Dy-urn-rTO ona pta rne i>ri^ 


226 


/\c rng urn-rro-ona-Jjia rne iNria 


227 


A^ DUn Dnf Dm ^.V.r> U*,, I)U„ MTJT 

AC'rne'rar-rrO Ofia Bia rne INrL-a 


228 


u.m r>r» di, q Dm „u n Qt„ du„ mu. 
f±2iN uu rne urn rro cna Ptd' rne rNri^ 


229 


\ An r\ C X C\ DUn fl^ Dm ^Vio T3+n DV.Q "MXJ 

ivie u rne urn r ro-cna pta rne rsrtz 


23Q 


i nc\ nut. xtu r<r> ^\ uu a r\™ Dm ^v,o o+n du q vttj. 
^ uu uri^ iNrt tu j rne 1 urn-rio-cna-pta rne iNrig 


232 


A^ DUa Dm U TTm DUa OUT 

Ac-rne-urn-rro ncn irp rne uri 




lu Cri^ ^ri^-uu -j-rne-urn rro cna pta rne fNria 




ft),, rr\ DUa r^m Dm o+o dv.^. wu 
pu uu-rne-<jrn-rro cna pta rne rsria 




Ac-Lys rne urn Aze cna pta-rne-iNria 




ac Lriy rne 1 urn Aze cna-pta rne \Sti2 




Ac-Arg-Phe-Orn Aze cha Bta Phe NH3 


238 


\c Hi" PVip Orn \tp nVn Rto Phn MW-, 


H9 


Ac Ser Phe Orn Aze cha Bta Pho NHa 


440 


Ac Guf Pho Orn Aze cha Bta Phe NHb 


444- 


Ac Dab Phe Orn Aze cha Bta Phe NH 2 
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\/\2 


FH^r rO PVip Om Prn pTin Rtn Phi- MH n 


443 


\ r PVip OrnfFt^ Prn rhi Trn PVip MH, 
/vi rile wiii^rj/^/-rro-iiia lip riic rsna 


444 


/vl i lie- [win nyp -ciid — i rp-iN icj 


445 


Tpp rOm rVin Trn T\T1<»1 




A.r PVio rOm Prn rhn Trn Tvrl 


44-7 


\r Vhe> rOrn Prn nmf Trn T\T1f»l 


449 


An Php Om Prn hip Rtn PVip MH-i 
/ vc-r iie-wiii-r iu-iiic~Diu~r iic~iNri2 


150 






\r Mi Php Orn Arrp r>Vii Rti Phr> MtJI 




Affj pVip Orn A^p rVin Rtn Php NWP 


253 


\r Pit PVir Orn A~r rhn Rtn PVip NH' 1 


4-§4 


\r frlv Php Dm A7P r>Vm Rtn PVip WW 
/VL my rue win /vzc nid-oid-r iic-in nz 


^55 


A,, rih' PVip Om A tp r\\a Rtn Phi-» WW 
i\L KJly rile um AZc-CIlg-iJla-rllc INriZ 


4-§6 


A,> Plif» Om A Vir>h Rtn Phi-» MH1 
/ vL-vjriy-r iic-wni-/ Vic-iicii-oia- r Fie- in i iz 




An r , 1 -s ' Thi Orn Aw Dk a XTTJO 

/vi-wiy — 1 ni-wrn-/ vzc-ina pui rne rNriz 




AC rllS rne Urn /\Ze-0tiu-r3ta-rne IN-HZ 


259 


Ap TJim Php Dm A7P rVn Rtn PVip WW 


460 


A P T-.ro PVip Orn A"P r-Vm Rtn PVif NH 1 
i\L Liyb rue Will /Vce~vlla~13 lu~r 11C-1N rlZ 


464 


An Mff Dm Prn fin Rti Php WW 

/\.i-iviir-wrn rio cua diu riic iNtiz 


463 


An Mff Orn Prn Viln Rtn Php NTH 

/\.c-iviii'Wrn riu nie d la rue iNnz 


4-63 


A~ A/Tff n m D,- n U\ P A/fr-f Mff WW 




A^ A/T^.r n»~, U1« Dff DU a 'NTT-JO 




A^ ~\TA /fT7 D-^ „tn tJto DVia XTTJT 

/\C-i\ivir-wiTi -rio cnu pui rne in nz 


466 


A P Off Om Prn rhn Rtn Phn NH 1 

i\l wir wni riu iiia-oia-r iie-iNfiz 


^ 


Ac-wii-urn-rro nie -Dta rne iNriz 




Ac Orn Phe ■ Orn Aze cha Bta Phe NH2 


159 


\r Pff Om Prn rhn Rtn Phf NW 


4^0 


Ac Pff Orn Pro hlo Bta Pho NH2 




Ac Pff Orn Pro hie Mcf Pff NH2 


4^72 


Ac Pho [Cya Pro cha Bta Phe Cys] NH2 
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47£ 


Ac Phe [Orn Asn cha Tip Nlo] 


474 


Ac Phe [Qrn Azo cha Tip Nlo] 


475 


Ac Phe [Orn Chy cha Trp Nlo] 


476 


Ac Phe[Orn-HyA-cha Tip Phe] 


477 


Ac Phe [Orn Hyp hie Bta Pho] 


478 


Ac Phe [Orn Hyp hie Mcf Pho] 


479 


Ac Phe [Orn Hyp hie Pff Nlo] 


2 gQ 


Ac Pho [Orn Hyp hie Pff Phe] 


484 


Ac Phe [Orn Hyp hleTrp-Phe] 


483 


Ac-Phe- [Orn Hyp Mmf Trp Nle] 


483 


Ac Phe [Orn Hyp Mmf Tip Pho] 


484 


Ac Pho [Orn NMD cha Tip Nlo] 


485 






Ac Phe [Orn Pro cha Pff Nle] 


487 


Ac Phe [Orn Pro cha Pff Phe] 


Igg 


Ac Phe [Qrn Pro cha Trp INi] 


489 


Ac Phe [Orn Pro cha Trp Cha] 


490 


Ac-Phe [Orn Pro cha Trp Chg] 


±92 


Ac Phe-[Orn-Pro-cha-Trp Ecr] 


493 


Ac-Phe- [Orn -Pro cha Tip -Leu] 


494 


Ac Phe [Orn Pro cha Trp nle] 


495 


Ac-Phe- [Orn-Pro-cha-Trp-Phe] 


496 


Ac Phe [Orn Pro hie Bta Nle] 


497 


Ac-Phe [Orn-Pro-hle Bta- Phe] 


498 


Ac Pho [Orn Pro hlo Pff Pho] 


499 


Ac-Phe- [Orn-Pro-hle- Trp-Nle] 


2QQ 


Ac Phe [Orn Ser cha Tip Nle] 


204 


Ac Phe [Orn Sor cha Trp Nlo] 


2Q2 




2Q3 


Ac Phe [Orn Thr cha Trp Nle] 
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204 


Ac Pho [Orn Tic cha Trp Nlo] 


2Q5 


Ac Pho [Orn Tic cha Trp N4ej 


2Q6 


Ac Phe Ala Pro cha Bta Pho NH2 


2Q7 


Ac Pho Arg Pro hlo Bta Phe NH2 


2Qg 


Ac Pho Arg Pro hlo Mcf Phe NH2 


209 


Ac Pho Cit Hyp hlo Bta Phe NH2 


340 


Ac Pho Cit Pro cha Bta Pho NH2 


244 


Ac Pho Cit Pro hie Bta Pho NH2 


243 


Ac Pho Cit Sor hlo Bta Pho NH2 


244 


Ac Phe Dab Aze cha Bta Phe NH2 


244 


Ac Phe Dab Aze hie Bta Phe NH2 


244 


AcPhe-Dab^ro-cha-Bta Phe NH2 


246 


Ac Phe Dap Pro cha- Bta Phe NH2 


242 


Ac Phe Ech Pro cha Bta Phe NH2 


248 


Ac Phe-Eep-Pro-cha Bta Phe NH2 


249 


Ac-Phe-Fcn Aze cha Bta Phe NH2 


220 


Ac- Phe-Fcn Pro cha Bta Phe NH2 


224 


Ac Phe Fco Pro cha Bta Phe-NH2 


222 


Ac Phe Fco Pro cha Bta Phe NH2 


224 


Ac Phe Fcp Aze cha Bta Phe -NH2 


224 


Ac-PheFfa-Aze-cha43ta Phe NH2 


224 


Ac Pho Ffa Pro cha Bta Pho NH2 


226 


Ac Phe Ffa Pro hlo Bta Phe NH2 


227 


Ac Phe G23 Pro-efea43ta4 1 he- NH2 


228 


Ac Phe Guf Pro cha Bta Phe NH2 


229 


Ac Phe44ar-Aze-cha43ta Phe NH2 


23Q 


Ac Phe His Pro cha Bta Pho NH2 


244 


Ac Phe L22 Pro cha Bta Pho NH2 


242 


Ac Phe OrA Pro cha Bta Phe NH2 


244 


Ac Phe OrE Pro cha Bta Phe NH2 
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334- 


Ac Phe Orn Azehle-Bta Phe NH2 




Ac Phe Orn Chy cha Bta Phe-NH2 




Ac Phe Orn Chy hie Pff Phe NH2 


337 


Ac-Phe-Orn G24 cha Bta Phe -NH2 


233 


Ac Phe ■ Orn G25 cha Bta Phe NH2 


339 


Ac Phe Orn G26 cha Bta Phe NH2 


340 


Ac Pho Orn G27 cha Bta-Phe NH2 


344- 


Ac Phe Orn G30 cha-Bta-Phe NH2 


343 


Ac Phe-Orn G3 1 cha Bta Phe NH2 


343 


Ac Phe Orn Hse cha Bta Phe -NH2 


344 


Ac Phe Orn Hyp hie Bta Pho NH2 


345 


Ac Phe Orn Hyp hle-Pff Phe NH2 


246 


Ac- Phe' Orn NMA cha Bta Phe-NH2 


347 


Ac-Phe-Orn NMS cha Bta-P-he-NH2 


24& 


Ac Phe Orn Pro ■eha-lNi-Phe NH2 


349 


Ac Phe Orn Pro cha Bta INi NH2 


25Q 


Ac Phe OrnProoha-Bta Bhf NH2 


354 


Ac Phe Orn Pro cha Bta Pff NH2 


352 


Ac-Phe-Orn Pro cha Bta Eaa-NH2 


253 


Ac-Phe-Orn Pro cha Bta LI 9 


354 


Ac Phe Orn Pro -cha Bta Mcf NH2 


355 


Ac Phe Orn Pro cha Bta Mff NH2 




Ac Phe Orn Pro cha Bta NH CH(CH20H) CH2 Ph 


357 


Ac Phe Orn Pro Cha Bta NH NBn CO NH2 


25g 


Ac-Phe-Orn Pro cha Bta-Qpa-NH2 


359 


Ac Phe Orn- Pro-cha-Bta Pcf NH2 


360 


Ac Phe Orn Pro -cha-Bta Pmf NH2 


364 


Ac Phe Orn Pro cha Bta Thi NH2 


363 


Ac Phe Orn Pro cha Otf Phe NH2 


253 


Ac Pho Orn Pro ctb Bta Pho NH2 
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244 


Ac Phe Orn Pro-etb-Eaa-Phe-NH2 


264 


Ac-Phe Orn Pro ctb-Mcf Phe NH2 


266 


A-e-P-he-Orn-Pro-ctb Pff Phe NH2 


267 


Ac Phe Orn- Pro -hch Trp Phe OH 


263 


Ac44ie-Orn-Pro-hle4Ni Phe NH2 


269 


Ac Phe-OrnPro -hle-6FW Phe NH2 


270 


Ac Phe Orn Pro hle-Bta-lNi-NH2 


274- 


Ac Phe Orn Pro hle' Bta-2Ni-NH2 


373 


Ac -Phe ' Orn -Pro-hie Bta 5Ff NH2 


374 


Ac-Phe- Orn Pro hie Bta Aic NH2 


274 


Ac Phe Orn Pro hie Bta Cha NH2 


374 


Ae-Phe-Orn-Pro-hle-Bta-Chg-NH2 


374 


Ac Phe Orn Pro hie Bta Eaa NH2 


377 


Ac Phe Orn Pro hie Bta EgyNH2 


274 


Ac-Phe-Om-Pro hle-Bta-Pof-NH2 


379 


Ac Phe Orn Pro hie Bta Pff NH2 


23Q 


Ac -Phe Orn Pro hie Bta Phe NH2 


284- 


Ac Phe Orn Pro hie Bta phe OH 


383 


Ac- Phe Orn- Pro hie Bta Tyr-NH2 


383 


AC' Phe Orn Pro hie Dff Phe NH2 


384 


Ac-Phe -Orn-Pro-hle-Eaa-Phe NH2 


385 


Ac Phe Orn Pro hie Egc Phe NH2 


236 


Ac-Phe-Orn-Pro -hle-Egy-Phe-NH2 


237 


Ac Phe Orn Pro hie Egz Phe NH2 


233 


Ac Pho Orn Pro hlo Mcf 2Ni NH2 


239 


Ac-Phe-Orn-Pro-hle-Mcf-Cha-NH2 


39© 


Ac Phe Orn Pro hie Mcf Pff NH2 


294- 


Ac Phe Orn Pro hie Mcf Phe NH2 


393 


Ac Phe Orn Pro hie Mff Phe NH2 


392 


Ac Phe Orn Pro hie Mmy Phe NH2 
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294 


Ac Phe Orn Pro hie Ocf Phe NH2 


295 


Ac Phe Orn Pro hie Off Phe NH2 


296 


Ac Phe Orn Pro hle-Otf-Phe--NH2 


397 


Ac Phe Orn Pro hie Pff 2Ni-NH2 


29£ 


Ac Phe Orn Pro hle-Pff-Cha-NH2 


299 


Ac Phe Orn Pro hie Pff Eaa NH2 


3QQ 


Ac Pho Orn Pro hlo Pff Mmy NH2 


3£4 


Ac Phe Orn Pro hie Pff Pff NH2 


3442 


Ac Phe Orn Pro hle-P4f-Phe-NH2 


304 


Ac Phe Orn Pro hie Phe Phe NH2 


m& 


Ac Phe Orn Pro hlo Tff Phe NH2 




Ac4 3 he-Qrn-Pro4ile-Trp-Phe-NH2 


307 


Ac Phe Orn Pro ile Trp Phe NH2 


3Qg 


Ac Phe Orn-Pro-omf-Bta-Phe-NH2 




Ac Phe Orn Ser cha Bta Phe NH2 


344} 


Ac Ser Phe-Orn-Aze-cha-Bta-Phe-NH2 


344 


Ac Thi [Orn Pro hle-Bta-Phe] 


342 


Ac Thi Orn Pro cha Bta Phe NH2 


344 


Ac-Thi-Orn-Pro-cha-Bta-Thi-NH2 


344 


Ac-Thr-Phe-Orn-Aze-cha-Bta-Phe-NH2 


344 


Bzl [Orn Pro cha Bta Nle] 


3+6 


CH3CH2CO Phe Orn Pro cha Bta Phe NH2 


344 


Def^Orn-Ser-hle-Trp-Nle} 


348 


Eby Phe [Orn Hyp cha Trp Phe] 


34-9 


Eth Phe [Orn Pro hie Pff Nle] 


320 


FAc Phe Fib Aze cha Bta Phe NH2 


324 


FAc Phe Orn Aze cha Bta Phe NH2 


322 




322 


Fai Phe [Orn Hyp cha Trp Phe] 


324 


Faz Orn Pro cha Bta Phe NH2 



U.S. Serial Number 10/564,788 
Page 40 



325 


Fbi Phe [Orn Pro cha Trp Nlo] 




Fbn Pho [Orn Hyp cha Tip Pho] 


327 


Fbn Phe -[Orn Pro chaTrp-Nle] 


328 


Fbn-Phe-[Orn Pro cha Trp Nle] 


329 


Fbn Pho Cit Pro hlo Bta Pho NH2 


330 


Fbo Pho [Orn Pro cha Trp Nlo] 


334 


Fbp [Orn Pro cha Trp Nlo] 


333 


Fci [Phe Orn Hyp cha Trp Pho] 


333 


Fck [Pho Orn Pro cha Trp Nlo] 


334 


Fck Pho [Orn Pro cha Trp Nlo] 


335 


Fha Phe [Orn Hyp cha Trp Phe] 


336 


Fhb [Phe Orn Hyp cha Trp Phe] 


337 


Fhi Phe [Orn Hyp cha Trp Phe] 


333 


Fhu Phe [Orn Pro hlo Pff Nlo] 


339 


Fhu Pho Orn Pro cha Bta Pho NH2 


340 


Fid-Phe-Orn Pro cha Bta-Phe-NH2 


344 


H Amf [Orn Aze hie Pff Nle] 


342 


H Bal Pho [Orn Hyp hlo Trp Nle] 


343 


H Bal Pho [Orn Pro hie Pff Nlo] 


344 


H Eby [Orn Hyp hie Trp Nlo] 


345 


H Gly Phe Orn Pro cha Bta Phe NH2 


346 


H Nip Phe Cit Pro hlo Bta Phe NH2 


347 


Hoo Pho [Orn Hyp hlo Pff Nlo] 


34£ 


Hop Pho Cit Pro hlo Pff Pho NH2 


349 


Hoo Phe Orn Hyp hlo Pff Phe NH2 


350 


Hoo Pho Orn Pro hie Bta Pho NH2 


354 


Hoo Phe Orn Pro hie Mcf Phe NH2 


352 


Hoo Phe Orn Pro hie Pff Pho NH2 


353 


H Phe [Lys Hyp hlo Pff Nlo] 


354 


H Phe [Orn Hym hlo Mcf Nlo] 
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355 


H Phe [Orn Hym hlo Pff Pho] 


356 


H Phe [Orn Hyp cha Tip Nle] 


357 


H Phe [Orn Hyp cha Trp Pho] 


358 


H-Phe-[Orn Hyp ctb Pff Nle] 


359 


H Phe [Orn Hyp ctb Trp Nle] 


35Q 


H Phe [Orn Hyp ctb Trp Pho] 


364- 


H Phe [Orn Hyp hlo Mcf Lou] 


362 


H Phe [Orn Hyp hie Pff Chg] 


363 


H-P-he-{Orn-Hyp-hle Pff Hie] 


364 


H Phe [Orn Hyp hie Pff Leu] 


365 


H Phe [Orn Hyp hie Pff Nle] 


366 


H Phe [Orn Hyp hie Pff Phe] 


367 


H Phe [Orn Hyp hie Trp Hlo] 




H Phe [Orn Hyp hie Trp Lou] 


369 


H-Phe^ [Orn-Hyphle-Trp-Nle] 


370 


H Phe [Orn Hyp hie Trp Nva] 


374- 


H-Phe-[Orn-Hyp-hle-Trp-Phe} 


372 


H Phe [Orn NMS cha Trp Nle] 


373 


H Phe [Orn NMS hle Pff-Phe] 


374 


H Phe [Orn Pro cha Pff Nle] 


375 


H Pho [Orn Pro cha Pff Pho] 


376 


H Phe [Orn Pro cha Trp Nle] 


377 


H-Phe-[Orn-Pro-hle-Mcf-Phe] 


378 


H Phe [Orn Pro hie Ocf Phe] 


379 


H-Phe-[Orn-Pro-hle Pff Nle] 




H Phe [Orn Pro hie Pff Phe] 


384- 


H Pho [Orn Pro hlo Trp Nlo] 


3g2 


H Phe [Orn Ser cha Trp Nlo] 


383 


H Phe [Orn Ser cha Trp Pho] 


384 


H Pho [Orn Sor hlo Eaa Nlo] 



U.S. Serial Number 10/564,788 
Page 42 





H Phe [Orn Ser hie Mcf Lou] 




H Phe [Orn Ser hie Ocf Nlo] 


m- 


H Phe [Orn Ser hlo Pff Lou] 


3gg 


H Phe [Orn Ser hlo Pff Nlo] 




H Phe [Orn Sor hlo Pff Pho] 




H Pho [Orn Ser hlo Trp Nlo] 




H Phe Cit Pro hlo Bta Pho NH2 




Ohf [Orn Hyp hie Trp Nlo] 




Tmg Phe [Orn Hyp cha Trp Pho] 




No. 


Compound 


I 


Ac-Phe- [Orn-Pro-cha-Trp-Phe] 


2 


Ac-rne-| Urn-Hyp-cna- 1 rp-rne | 


3 


HOLH7.(CHOH)4-C-N-0-CH?-CO-Phe-| Orn-Pro-cha- 1 rp- 




Nlg] 


4 


X-Phe-[Orn-Pro-cha-Trp-Nlel; X = 2-acetamido-l-methyl- 




glucuronvl 


5 


Ac-Phe-rOm-HvDfCOCH,OCH7CH 7 OCH 7 CH 9 OCHO-cha- 




Trp-Nlel 


6 


Ac-Phe-rOrn-HvD(CONH-CH 7 CH(OH)-CH 7 OH)-cha-Trp- 




Nle] 


20 


Ac-Phe- [Orn-Pro-cha-Tro-Ecrl 


28 


Ac-Phe-rOrn-Pro-cha-Tro-Nlel 


29 


Ac-Phe- [Orn-Pro-cha-Trp-Metl 


31 


Ac-Phe- [Orn-Pro-cha-Trp-Nva] 


32 


Ac-Phe-rOrn-Pro-cha-TrD-Hlel 


33 


Ac-Phe- rOrn-Pro-cha-TrD-Eafl 


34 


Ac-Phe- [Orn-Pro-cha-Tro-Ebdl 


35 


Ac-Phe- rOrn-Pro-cha-Trp-Eag] 
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36 


Ac-Phe- [Orn-Pro-cha-Trp-Pmf] 


37 


Ac-Phe- [Orn-Pro-cha-Trp-2Ni] 


38 


A ~ nu ~ IV ^ tt ,.i nr„„ -7-1 ■ 1 

Ac-Phe- 1 Orn-Pro-cha- 1 rp- 1 hi | 


41 


Pn-CH?-LH?-LO-| Orn-Pro-cna- 1 rp-Nle | 


42 


H-Phe- [Orn-Pro-cha-Trp-Nle] 


43 


Ac-Lys-Phe-fOrn-Pro-cha-Trp-Nle] 


44 


ri-rhe-| Orn-aer-cha- 1 rp-JNle | 


56 


rh-Cri?-| Orn-rro-cna- 1 rp-Nle | 


57 


TT1 /"i|T I TT TT ,.1 „ nn. M T)U«1 

Ph-CH?-| Orn-Pro-cna- 1 rp-Phe | 


58 


Ac-Phe- [Orn-Pro-cha-Trp- 1 Ni] 


59 


Ph-CH(X)H)-CH?-CO-[Om-Pro-cha-Trp-Nle] 


144 


Ac-rhe-| Orn-Hvp-cha- 1 rp-Nle | 


145 


i r r- 1 Orn-Hvp-cha- 1 rp-N le | 


146 


Ac-Phe- 1 Orn-Pro-cha- 1 rp- 1 yr | 


147 


Ac-Phe- [Orn-Pro-omf-Trp-Nle] 


172 


Ac-Phe- [Cys-Pro-cha-Bta-Phe-Cys] -NH2 


173 


Ac-Phe- [Orn- Asn-cha-Trp-Nle] 


174 


Ac-Phe- [Orn- Aze-cha-Trp-Nle] 


175 


Ac-rhe-| Orn-Chy-cha- 1 rp-Nle | 


176 


A .. Til Tf~\ 1 T . , ,\ .-. 1 1 |T1 ,-. 1 

Ac-rhe-| Orn-HyA-cha- 1 rp-rhe | 


177 


a r»i rr\ rr i i _ n * m i 

Ac-Phe- 1 Orn-Hyp-hle-Bta-PheJ 


178 


Ac-Phe- [Om-Hyp-hle-M cf-Phe] 


179 


Ac-Phe- [Om-Hyp-hle-Pff-Nle] 


180 


Ac-Phe- [Orn-Hyp-hle-Pff-Phe] 


181 


Ac-Phe- [Orn-Hyp-hle-Trp-Phe] 


182 


Ac-Phe-[Orn-Hyp-Mmf-Trp-Nle] 


183 


A~ T)U „ rr~T„„ TJ, ,„ A/T™f T™ T5U„1 

Ac-rhe-| Orn-rlyp-Mmr- 1 rp-rhe | 


184 


Ac-Phe- rOrn-NMD-cha-Trp-Nlel 


185 


Ac-Phe- [Orn-Pip-hle-Bta-Phel 


186 


Ac-Phe-[Orn-Pro-cha-Pff-Nle] 
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187 


Ac-Phe- f Orn-Pro-cha-Pff-Phe] 


188 


Ac-Phe- \ Orn-Pro-cha-Trp- 1 Ni] 


189 


Ac-Phe- [Orn-Pro-cha-Trp-Cha] 


190 


Ac-Phe- [Orn-Pro-cha-Trp-Chg] 


192 


Ac-Phe- [Orn-Pro-cha-Trp-Ecr] 


193 


Ac-Phe- [Orn-Pro-cha-Trp-Leu] 


194 




195 


Ac-Phe- [Orn-Pro-cha-Trp-Phe] 


196 


Ac-Phe- [Orn-Pro-hle-Bta-Nle] 


197 


Ac-Phe- [Orn-Pro-hle-Bta-Phe] 


198 


Ac-Phe- [Orn-Pro-hle-Pff-Phe] 


199 


Ac-Phe- [Orn-Pro-hle-Trp-Nle] 


200 


Ac-Phe- [Orn-Ser-cha-Trp-Nle] 


201 


Ac-Phe-[Orn-Ser-cha-Trp-Nlel 


202 


Ac-Phe-[Orn-Ser-hle-Trp-Nle] 


203 


Ac-Phe- [Orn-Thr-cha-Trp-Nlel 


204 


Ac-Phe- [Orn-Tic-cha-Trp-Nle] 


205 


Ar-PVip-rOrn-Tir-rhfl-Trn-Nlpl 
r I1C- 1 KJL 11- 1 IC-Clla- 1 1 [J-l > 1C | 


311 


Ac-Thi- f Orn-Pro-hle-Bta-Phe] 


315 


Bzl-[Orn-Pro-cha-Bta-Nle] 


317 


Def-|~Orn-Ser-hle-Trp-Nle] 


318 


Eby-Phe- [Orn-Hyp-cha-Trp-Phe] 


319 


Eth-Phe- [Orn-Pro-hle-Pff-Nlel 


323 


Fai-Phe- [ Orn-Hyp-cha-Trp-Phe] 


325 


Fbi-Phe-[Orn-Pro-cha-Trp-Nle] 


326 


Fbn-Phe-[Orn-Hyp-cha-Trp-Phel 


327 


Fbn-Phe- [Orn-Pro-cha-Trp-Nle] 


328 


Fbn-Phe- [Orn-Pro-cha-Tro-Nlel 


330 


Fbo-Phe- rOrn-Pro-cha-Tro-Nle] 


331 


Fbp-[Orn-Pro-cha-Trp-Nlel 
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332 


Fci- [Phe-Orn-Hyp-cha-Trp-Phe] 


333 


Fck-fPhe-Orn-Pro-cha-Trp-Nle] 


334 


Fck-Phe- [Orn-Pro-cha-Trp-Nle] 


335 


Fha-Phe- [Orn-Hyp-cha-Trp-Phe] 


336 


Fhb- [Phe-Orn-Hyp-cha-Trp-Phe] 


337 


Fhi-Phe-[Orn-Hvp-cha-Trp-Phel 


338 


Fhu-Phe-fOrn-Pro-hle-Pff-Nlel 


341 


H-Amf- rOrn- Aze-hle-Pff-Nlel 


342 


H-Bal-Phe-fOrn-Hvp-hle-Trrj-Nlel 


343 


H-Bal-Phe-rOrn-Pro-hle-Pff-Nlel 


344 


H-Ebv- rOrn-Hvp-hle-Trp-Nlel 


347 


Hoo-Phe-fOm-Hyp-hle-Pff-Nle] 


353 


H-Phe- [Lys-Hyp-hle-Pff-Nle] 


354 


H-Phe- [Orn-Hym-hle-Mcf-Nle] 


355 


H-Phe- [Orn-Hym-hle-Pff-Phe] 


356 


H-Phe-[Orn-Hyp-cha-Trp-Nlel 


357 


H-Phe-[Orn-Hyp-cha-Trp-Phel 


358 


H-Phe-rOrn-Hyp-ctb-Pff-Nlel 


359 


H-Phe- rOrn-Hyp-ctb-Trp-Nlel 


360 


H-Phe- fOrn-Hyp-ctb-Trp-Phel 


361 


H-Phe- [Orn-Hyp-hle-Mcf-Leul 


362 


H-Phe- [Orn-Hyp-hle-Pff-Chgl 


363 


H-Phe- [Orn-Hyp-hle-Pff-Hlel 


364 


H-Phe- [Orn-Hyp-hle-Pff-Leul 


365 


H-Phe- f Orn-Hyp-hle-Pff-Nle] 


366 


H-Phe- [Orn-Hyp-hle-Pff-Phe] 


367 


H-Phe-[Orn-Hyp-hle-Trp-Hlel 


368 


H-Phe- rOrn-Hyp-hle-Trp-Leul 


369 


H-Phe-rOrn-Hyp-hle-Trp-Nlel 


370 


H-Phe-fOrn-Hyp-hle-Trp-Nval 
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371 


H-Phe- [Orn-H vp-hle-Trp-Phe] 


372 


H-Phe-fOrn-NMS-cha-Trp-Nlel 


373 


H-Phe- [Orn-NMS-hle-Pff-Phe] 


374 


H-Phe- [Orn-Pro-cha-Pff-Nle] 


375 


H-Phe- [Orn-Pro-cha-Pff-Phe] 


376 


H-Phe- [Orn-Pro-cha-Trp-Nle] 


377 


H-Phe-[Orn-Pro-hle-Mcf-Phel 


378 


H-Phe- [Orn-Pro-hle-Ocf-Phel 


379 


H-Phe- fOrn-Pro-hle-Pff-Nle] 


380 


H-Phe- [Orn-Pro-hle-Pff-Phel 


381 


H-Phe- [Orn-Pro-hle-Trp-Nlel 


382 


H-Phe-[Orn-Ser-cha-Trp-Nle] 


383 


H-Phe- [Orn-Ser-cha-Trp-Phe] 


384 


H-Phe- [Orn-Ser-hle-Eaa-Nle] 


385 


H-Phe- [Orn-Ser-hle-Mcf-Leu] 


386 


H-Phe-[Orn-Ser-hle-Ocf-Nle] 


387 


H-Phe-[Orn-Ser-hle-Pff-Leul 


388 


H-Phe-[Orn-Ser-hle-Pff-Nle] 


389 


H-Phe-rOrn-Ser-hle-Pff-Phel 


390 


H-Phe-rOrn-Ser-hle-Trp-Nlel 


392 


Ohf-rOrn-Hvp-hle-Trrj-Nlel 


393 


Tme-Phe-rOrn-Hvp-cha-TrD-Phel 



106. (Previously Presented) A pharmaceutical composition comprising at least one compound 
according to claim 62 and additionally a pharmaceutical^ acceptable carrier. 



107. (Previously Presented) Use of at least one of the compounds according to claim 62 for the 
manufacture of a medicament. 



U.S. Serial Number 10/564,788 
Page 47 

108. (Previously Presented) Use according claim 107, characterized in that the medicament is 
used for the prevention and/or treatment of a condition associated with complement activation 
and/or where the inhibition of the complement system leads to a relief of the symptoms. 

109. (Previously Presented) Use according to claim 107, characterized in that the medicament 
is used for the prevention and/or treatment of a condition where the inhibition of the C5a 
receptor alone or in combination with other therapeutics leads to a relief of the symptoms. 

110. (Previously Presented) Use according to claim 107, characterized in that the condition 
and/or the symptoms to be treated are selected from the group comprising autoimmune diseases, 
acute inflammatory diseases, trauma, local inflammations, shock and burn. 

111. (Previously Presented) Use according to claim 110, characterized in that the condition is 
selected from the group comprising rheumatoid arthritis, ankylosis spodylitis, sarcoidosis, 
systemic lupus erythematosus, multiple sclerosis, psoriasis, septic shock, haemorrhagic shock, 
systemic inflammatory response syndrome (SIRS), multiple organ failure (MOF), asthma, 
vasculitis, myocarditis, dermatomyositis, inflammatory bowel disease (IBD), pemphigus, 
myasthenia gravis, glomerulonephritis, acute respiratory insufficiency, stroke, myocardial 
infarction, reperfusion injury, neurocognitive dysfunction, anti -phospholipid syndrome, burn, 
inflammatory diseases of the eye, local manifestations of systemic diseases, inflammatory 
diseases of the vasculature, and acute injuries of the central nervous system. 

1 12. (Previously Presented) Use according to claim 111, characterized in that the inflammatory 
disease of the eye is selected from the group comprising uveitis, age-related macular 
degeneration, diabetic retinopathy, diabetic macular edema, ocular pemphigoid, 
keratoconjunctivitis, Stevens- Johnson syndrome, and Graves ophthalmopathy. 

113. (Previously Presented) Use according to claim 111, characterized in that the condition is a 
local manifestation of a systemic disease, whereby the systemic disease is selected from the 
group comprising rheumatoid arthritis, SLE, type I diabetes, and type II diabetes. 
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114. (Previously Presented) Use according to claim 113, characterized in that the 
manifestations are selected from the group comprising manifestations at the eye, at or in the 
brain, at the vessels, at the heart, at the lung, at the kidneys, at the liver, at the gastro-intestinal 
tract, at the spleen, at the skin, at the skeletal system, at the lymphatic system, and in the blood. 

115. (Previously Presented) Use according to claim 111, characterized in that the inflammatory 
disease of vasulature is selected from the group comprising vasculitis, vascular leakage, and 
atherosclerosis. 

116. (Previously Presented) Use of at least one compound according to claim 62 for the 
prevention and/or support of surgery, especially for the manufacture of a medicament for such 
purpose. 

1 17. (Previously Presented) Use according to claim 107, characterized in that the medicament 
is used for the prevention and/or the support of surgery. 

118. (Previously Presented) Use according to claim 107, characterized in that the medicament 
is used for the prevention and/or support and/or post-operative treatment of a surgery, whereby 
the surgery is selected from the group comprising CABG, PACT, PTA, MidCAB, OPCAB, 
thrombolysis, organ transplantation, and vessel clamping. 

119. (Previously Presented) Use according to claim 107, whereby the medicament is used for 
thrombolytic treatment. 

120. (Previously Presented) Use according to claim 107, characterized in that the medicament 
is used in the settings of dialysis therapy, optionally before, during, and/or after such therapy. 

121. (Previously Presented) Use according to claim 107, characterized in that the medicament 
is used for the prevention of organ damage of a transplanted organ or of an organ to be 
transplanted. 
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122. (Previously Presented) Use according to claim 107, characterized in that the medicament 
is used for the prevention or treatment of transplant rejection. 

123. (New) The compound according to claim 105, wherein the compound is Hoo-Phe-Orn- 
Pro-hle-Pff-Phe-NH2. 

124. (New) The compound according to claim 85, whereby the compound is one of the 
following compounds: 



51 


Ac-Phe-Orn-Pro-cha-Trp-Phe-NH 2 


52 


Ac-Phe-Orn-Aze-cha-Bta-Phe-NH 2 


53 


Ac-Phe-Orn-Pro-cha-Bta-2Ni-NH 2 


54 


Ac-Phe-Orn-Pro-cha-Bta-Cha-NH 2 


55 


Ac-Phe-Orn-Pip-cha-Trp-Phe-NH 2 


61 


Ac-Phe-Orn-Pro-cha-Trp-Phe-NH2 


62 


Ac-Phe-Orn-Pro-cha-Bta-Phe-NH2 


64 


Ac-Phe-Orn-Pro-cha-Trp-2Ni-NH2 


65 


Ac-Phe-Orn-Pro-cha-Trp-Cha-NH2 


66 


Ac-Thi-Orn-Aze-cha-Bta-Phe-NH2 


67 


Ac-Thi-Orn-Pip-cha-Bta-Phe-NH2 


68 


Ac-Phe-Orn-Pro-cha-Trp-Eap-NH2 


69 


Me2-Phe-Orn-Pro-cha-Trp-Phe-NH2 


70 


Ph2-CH-CH2-CO-Orn-Pro-cha-Trp-Phe-NH2 


71 


Ac-Ebw-Orn-Pro-cha-Trp-Phe-NH2 


72 


Ac-Phe-Orn-Pro-cha-Trp-NH-CH2-CH2-Ph 


73 


Ac-Phe-Orn-Aze-cha-Bta-NH-CH2-CH2-Ph 


74 


H-Phe-Orn-Pro-cha-Trp-Phe-NH2 


75 


H-Me-Phe-Orn-Pro-cha-Trp-Phe-NH2 


76 


Bu-NH-CO-Phe-Orn-Pro-cha-Trp-Phe-NH2 
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77 


An TVii Om Pro r-Vna Trn PVio MTJ9 

i m-\jm-r ro-cxid- 1 rp-rne-iNnz 


78 


An-Fhw-nrn-Prn-fVin-Tm Prip NT-T9 
/ 1a u VV v71 11 1 I U did 1 rp r lie i\ J 1 Z 


79 


A r- PVio flrn Alo oVia Trn DIia MI-JO 

AC-rne-wrn-Aia-cna- 1 rp-r ne-iN nz 


80 


A P PUo Om Prn r-Vio Tin TVii MHO 

r\c-r iie-wiTi-r ru-ciid- 1 rp- 1 m-iN nz 


81 


Ac-r ne-urn- Aze-cna-r ci-r ne-fN nz 


82 


A r> PVis Hrn/' A n\ Pr/-> /-Via Tm PVio XTUO 

/\C-r ne-V-TTl^AC. J-rTO-Cnd- 1 rp-r nc-lNrlZ 


83 


A r> PVio Hrn A to r>Vio Tm Plio MTJ1 

/\o-r ne-*^rn-/\ze-cna- 1 rp-r ne-rN nz 


84 


A r> Plio Trn Prn olio Trn ~DUa 

Ac-r ne- 1 rp-rro-cna- 1 rp-rne-rNnz 


85 


PVi NH rO PVif> Orn Prn rhc* Tm PVif MHO 

r ii-in ri-^ vj-r lie- wiii-r ro-Liid.- 1 rp-rne-rsnz 




I J , . /-i f*0 PUa Orn DrA nno Trn DVi^ XTT-TO 

DU-u-L.<J-r ne-urn-rro-cna- i rp-r ne-iNHZ 


87 


Ar> PVi» T t/o PrA a>Vici Tm PTia- MT-T0 

/\c-r nc-Lys-r ro-ciid- 1 rp-r ne-iN nz 


88 


A /- PVio A rrr Pro Aria Trr\ PVi/=> MTJfO 

AC-rne-Arg-rro-cnd- 1 rp-r nc-iNoz 




4a PIia flln PrA\ A.Ua Tm PVio XTT40 

a.c-1 ne-vjin-r ro-cnd- 1 rp-r ne-iN nz 




A a. PVio Orn Pin r-Vio Trn Plio XTT-TO 

Ac-rne-urn-rip-cna- 1 rp-rne-rNnz 


93 


An PV>f» Orn Him nria Trn PVi<=> MU9 

/\c-rnc-wrn-nyp-Lrid- 1 rp-rnc-rsnz 


94 


A 1)1,,. ( \ .... T)r/-i ^lin Tm 1 "\Ti XTUO 

AC-rne-Urn-rro-cna- irp-IlNi-rNrlz 




AC-rne-vjni-Aze-cna-Dia-rne-iNri-ivie 




pTji cm pup Hrn A to aViq Rta PVip> XTT-f) 

Uri j -o wz-r ne-urn- Aze-cna-rJta-r ne-iN riz 




A A. Drio Orn Ato a>Vio Dff DVio MT-T0 

Ac-r ne-urn- Aze-cna-r n-r ne-iN riz 




*„ DKo Orn Ato a>Vio Pi/fof Dlic. XTTJT 

Ac-rne-wrn-Aze-cna-ivici-rne-iNriz 




A DLq Orn/' A aA A >ii a»Vio "D+o Pna \" I I H 

Ac-r ne-urn^ Ac Aze-cna-ma-r ne-rs nz 


102 


A A* 1h Ua- Hm DrA aViq Trn DVia \ [ I ( O 

Ac-iiDw-urn-rro-cna- 1 rp-r ne-iNriz 


103 


A /-» D Ia a. Trn DrA aVio Trn Dl-io XTTJTO 

Ac-r ne- 1 rp-rro-cna- 1 rp-r ne-JN riz 


104 


A a» T)1a ,i A .... DrA* /.It n Tm li U Ai \ILT1 

Ac-rne-Arg-rro-cna- 1 rp-r ne-JN nz 


105 


Aa PVip Om Pin rhn Trn PVip 'WT-T? 

/\c-r nc-^ni-r ip-Liid- 1 rp-r ne-iN nz 


106 


A 1)1) A A A ~U 0 Ql,, III-,.. \'I 1 A 

3r r-urn-Aze-cna-ma-rne-rN HZ 


107 


Aa DIia Orn Tia r-Vici Tm PVif> XTW7 

/Av-r ne-wrn- 1 ic-Liid- 1 rp-r ne-iNnz 


108 


Ac-Phe-0rn-Ser-cha-Trp-Phe-NH2 


109 


Ac-Phe-Orn-Pro-chg-Trp-Phe-NH2 


110 


Ac-Phe-Orn-Pro-hch-Trp-Phe-NH2 
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A r» DVio fU, D>-/-v nUo TVv> PVirr \I I TO 

Ac-rfie-urn-rro-cna- 1 rp-rng-JNriz 




Ac-r ne-rJta- Aze-cna-r>ta-r ne-JN riz 


113 


Ac-rne- 1 rp-rro-cna-Dta-rne-iNriz 


115 


A PVi^ Om Piri r>\\*j, Ti-n DUa f\ I I 

Ac-rne-urn-r ip-cna- 1 rp-rne-uri 




Ac-rne-urn- 1 lc-cna- 1 rp-rne-L»ri 




A n DVio Cor nlio TW\ DVi^a /^T-T 

Ac-rne-urn-ser-cna- 1 rp-rne-uri 


118 


An PVio Prr> z^Vin Tm PVio /"ITJ 

Ac-r ne-wrn-rro-cng- 1 rp-rne-vjri 




Ac-r ne-iiec-r ro-cna-rJia-r ne-iN riz 




Ac-r ne-JN le-rro-cna-rJ ta-r ne-iN til 




Ac-Phe-Har-Pro-cha-Bta-Phe-NH2 




Ac-Phe-Arg-Pro-cha-Bta-Phe-NH2 


123 


Ac-Phe-Cys(Acm)-Pro-cha-Bta-Phe-NH2 


124 


Ac-Phe-Mpa-Pro-cha-Bta-Phe-NH2 


125 


Ac-Eby-Orn-Pro-cha-Bta-Phe-NH2 




AC-r ng-um-r ro-cna-Dia-r ne-iN riz 


127 


AC-r ne-r ai-r ro-cna-r>ta-r ne-JN riz 


128 


[ JO M /^O PVio Hrn Pi-/-> nVio Rto PViP wm 

rizJN -cu-r ne-um-r ro-cna-t> ta-r ne-iN riz 


129 


Me-u-L-U-rne-um-rro-cna-Dta-rne-iNriz 


130 


(-UU-Criz-JNn-cu-j-rne-um-rro-cna-JDta-rne-iNJriz 


132 


Ac-rne-Urn-rro-ncn- 1 rp-rne-vjri 


133 


(-uu-Cnz-L-nz-uu-j-rne-um-rro-cna-Dta-rne-iNn 


134 


+r>., /-i/^ nu„ /"v™ n„„ „u„ n+„ r>u„ x ttjo 

tBu-LU-rne-Om-rro-cna-r3ta-rne-JNJn.z 


135 


Ac-Lys-Phe-0rn-Aze-cha-Bta-Phe-NH2 


136 


Ac-Gly-Phe-0rn-Aze-cha-Bta-Phe-NH2 


137 


Ac-Arg-Phe-0rn-Aze-cha-Bta-Phe-NH2 


138 


Ac-His-Phe-0rn-Aze-cha-Bta-Phe-NH2 




A r» Cor DUo f\m A />Vio "R+o PVio \ I TO 

Ac-oer-rne-urn-Aze-cna-r>ta-rne-iNriz 


140 


Ac-Guf-Phe-0rn-Aze-cha-Bta-Phe-NH2 


141 


Ac-Dab-Phe-0rn-Aze-cha-Bta-Phe-NH2 


142 


FH2C-CO-Phe-Orn-Pro-cha-Bta-Phe-NH2 
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143 


Ap PVip Orn/'Ft9"l Prr> php Tm Phf> MH9 


149 


An Php Orn Prr« Vilf> Rtai PVi<= XTH9 

/\c-r ne-wrn-r ro-nic-Jj ia-r ne-iN nz 


150 


Ap Phe> ArafCUO CU1\ Prn pho Rra Phf "MH9 

Ac-r ne-Arg^nz-v_nz j-r ro-cna-ma-r ne-iN riz 


151 


Ap Ala Pn/=» Orn A 70 r>na Rta DUo MHO 

A.c-A.ia-rne-^rn-/\ze-cna-Dia-riie-iNriz 


152 


Ap A rrr Pno Orti A ^-^ r»na 0 1 0 DUn ATHO 

/\c-A.rg-rne-urn-A.ze-cna-Dia-rne-iNriz 


153 


An-Pit-PVip Orn-A7P pVm Rta Php MH9 
/VL Vyl lillcWI 11 /\ZC vlld L J ld.-i I1C-1N XxZ 


154 


Ap Olv PVif> Orn Aw pVia Rta PVip "NTH9 


155 


Ap r,l\/ Plia flm A pnrr Rta PV»» MHO 

/\c-oiy-rnc-uni-/\zc-cng-jjia-rnc-iNriz 


156 


AC-oiy-rne-urn-A.ze-ncn-oia-rne-iNriz 




Ap O l t 7 TVi 1 Orn Af7P pVio Rto Pn« XTHO 

Ac-Lny- 1 ni-uni-Aze-cna-oia-r ne-iN riz 


158 


Ap Hie PVi<=» flrn A w pViq Rta Php XTH9 


159 


Ap Htm PJi£» Orn Aw A a Df 0 DUn MHO 

/\c-nyp-r nc-wrn-/\ze-ond-r5 ia-r ne-iN nz 


160 


Ap T 17c Pn<=» Hrn A 7P pVio Rta PVip MHO 

/\c-Lyb-r ne-vjiTi-/\zc-ciid-Jj ia-r ne-iN nz 


161 


Ap IV/fff Am Prn pViq Rta PVip MHO 

AC-iviii-vjrn-rro-cna-Dia-rne-iNnz 




Ap \/fff flrr Prn Rta Pnn MHO 

Ac-iviii-ijni-rro-nie-oia-riie-rNriz 


163 


Ap IV/Tff Orn Prn Vila A/fpf A/fff MHO 

Ac-Mii-uni-rro-nie-Mci-Mii-iNrlz 




Ap Mmv Om Prn nip Pff PVip WHO 

Ac-Mrny-urn-rro-nie-rn-rne-iNriz 


165 


An WUi; Orn Prn php Rta Php> MHO 

AC-rN IVlr - wrn-r ro-cna-D la-r ne-iN nz 




Ap Off Orn Prn pha Rta PVif MH9 

ac-uii- wm-r ro-cna-Dia-r ne-iN nz 




Ap Off Orn Prn Vilf Rta PVip MH9 

ac-vjii- wrn-r ro-nie-Jjia-r ne-iN nz 




Ap Om Pna Orn Aw pno TJta PV10 MH1 

Ac-urri-rne-wrn-Aze-cna-Dia-Jrne-iNnz 




A r< Pff Orn Drn pVio P.+o PVio MHO 

Ac-rn-uni-rro-cna-ota-rne-iNriz 




Ap Pff Orn Prn nl<= Rta Pn<= MH9 

Ac-r ii-urn-r ro-nie-ota-r ne-rN riz 


171 


A_ Pff Orn Prn Vile TV/fpf Pff MHO 

Ac-r ii-urn-rro-nie-Mci-rii-rNriz 


206 


Ac-r ne- Ala-r ro-cna-Dta-r ne-iN nz 


207 


A <> HI, A rrr Prn Vi 1 a D -t o DU n VTI I H 

Ac-rne- Arg-rro-nie-Dta-rne-iN riz 


208 


Ap PVip> Aro Prn Vilp Mpf PVip "NTH9 

/\c-r ric-/\ry-rru-ine-ivrLi-riic-iNnz 


209 


Ac-Phe-Cit-Hyp-hle-Bta-Phe-NH2 


210 


Ac-Phe-Cit-Pro-cha-Bta-Phe-NH2 


211 


Ac-Phe-Cit-Pro-hle-Bta-Phe-NH2 
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212 


Ac-Phe-Cit-Ser-hle-Bta-Phe-NH2 


213 


Ac-Phe-Dab-Aze-cha-Bta-Phe-NH2 


214 


Ac-Phe-Dab-Aze-hle-Bta-Phe-NH2 


215 


Ac-Phe-Dab-Pro-cha-Bta-Phe-NH2 


216 


Ac-Phe-Dap-Pro-cha-Bta-Phe-NH2 


217 


Ac-Phe-Ech-Pro-cha-Bta-Phe-NH2 


218 


Ac-Phe-Eep-Pro-cha-Bta-Phe-NH2 


219 


Ac-Phe-Fcn-Aze-cha-Bta-Phe-NH2 


220 


Ar-Php-Frn-Prn-rha-Rta-Php-NFf? 


221 


Ac-Phe-Fco-Pro-cha-Bta-Phe-NH2 


222 


Ac-Phe-Fco-Pro-cha-Bta-Phe-NH2 


223 


Ac-Phe-Fcp-Aze-cha-Bta-Phe-NH2 


224 


Ac-Phe-Ffa-Aze-cha-Bta-Phe-NH2 


225 


Ac-Phe-Ffa-Pro-cha-Bta-Phe-NH2 


226 


Ac-Phe-Ffa-Pro-hle-Bta-Phe-NH2 


227 


Ac-Phe-G23 -Pro-cha-Bta-Phe-NH2 


228 


Ac-Phe-Guf-Pro-cha-Bta-Phe-NH2 


229 


Ac-Phe-Har-Aze-cha-Bta-Phe-NH2 


230 


A r-Phe-Ff i <5-Prn-rha-Rta-Plip-NFf ? 
r\\s r uc~n.io-r i u tiitl i) Lai lit IN i la 


231 


Ac-Phe-T ??-Prn-rha-Rta-Phe-NH? 


232 


Ar-Php-OrA-Prn-rha-Rta-Php-NFT? 
/ V t 1 lit vvl / \ l I U tlla 1J La i lit 1 N nZ 


233 


Ar-PVip-OrF-Prn-rha-Rta-Php-NH? 

I I 11C" \Jl 1 1 I 1 U t llcl Lj Ltl r HC IN Liz, 


234 


A r-Php-Orn- A 7p-Vi1 p-Rta-Php-NFf? 
At r i it v_vi ii/\z,tiiitij Lei i l it . \ nz 


235 


Ac-Phe-Orn-Chy-cha-Bta-Phe-NH2 


236 


Ac-Phe-Orn-Chy-hle-Pff-Phe-NH2 


237 


Ar-Php-Dm-fTM-rlia Rta PVip WFT? 
/ \t 1 1 it ty 1 1 1- tJ^^ 1 11a Lj La r lit IN nZ 


238 


Ac-Phe-Orn-G25 -cha-Bta-Phe-NH2 


239 


Ac-Phe-Orn-G26-cha-Bta-Phe-NH2 


240 


Ac-Phe-Orn-G27-cha-Bta-Phe-NH2 


241 


Ac-Phe-Orn-G3 0-cha-Bta-Phe-NH2 
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242 


Ar Php Orn frll rhn Rta Phr MT-T9 


243 


Ar Pfi» Dm Hep r>Via Rta PVio MffO 

AL-r nc-WIXl-n&c-Cnd-Jjid-r nc-iNnZ 


244 


A/> pf,~ Orn U\m h\p Rta Ph,= XTff) 

/\c-r ne-ijrn-nyp-nic-DLa-rne-iNriz 


245 


Ar-Php-Orn Hvn hip Pff Phr MH9 
/\^-r iic-wrii-riyp-iiic-r ii-riic-iN nz 


246 


Ar Phr Om MM A rna Rta Php WH') 


247 


Ar Php Orn MM<5 rha Rta Phr MHO 


248 


Ar Phr Orn Pro /-Via 1 Mi Php MW9 


249 


Ar Phr Orn Pro rVia Rta 1Mi MH9 

/\c-nic- wrn-r ru-ciid-D La- 1 in i-in nz 


250 


Ar Php Om Prr> rha Rta Rhf NHO 

AL-r lie- wrn-r ro-cnd-D id-Jjiii-iN nz 


251 


A „ PVio Hrti Dm i-Via Rta Off MffO 

/vc-r ne-^rn-rro-cna-t3ia-jjn-iN nz 


252 


A r PVio Om Dm rVia Rta Cad KTTJ9 

Ac-r ne-tjrn-r ro-cna-o ia-c,aa-iN nz 


253 


A Dlta Om Pr'n ^Vta Rta T 10 

Ac-r ne-wrn-r ro-cna-Dia-ij i y 




Ar Dlio Om Dm ^Via Rta N/f/»f XTH9 

A.c-i ne-vjni-rro-cna-Jjia-ivici-iNnz 




A r DVio Om Dm z^Via Rta \/fff 

a.c-1 ne-vjrn-rro-cna-iJia-iviii-iN nz 




An Pho Dm Pro rha Rta Mff PfT^Pff 9 Off ^ Pff 9 PVi 

AC-rne-urn-rro-cna-DLa-iNH-un^nzunj-L-nz-rii 




Ar Phr flrn Pro Pha Rta Mfl MRn Mff 9 

/\c-r ne-vjrn-r ro-^iid-Did-iN n-iNDn-<^w-iNnz 




Ap Uh/J Dm Dm rVia Rta Hno '\Tff9 

AC-rne-urn-r ro-end- Did- wpd-iN nz 




A r DVio Om Dm pfia Rta Dr>f Mff 1 

Ac-rne-vjrn-rro-cna-t)xa-rci-iNnz 




A /< Pfio Om Pro /-.Via Rta Dmf M l 10 

Ac-r ne-urn-rro-cna-tJta-r mi-iN nz 




A DVia Om Dm /> |)(„ 1 ' U i Nil fO 

Ac-rne-urn-rro-cna-tJta- 1 ni-iNnz 




A „ pUp Orn Pro rha Otf Php Mff 9 

AC-r ne-wrn-r ro-cna- wu-r ne-iN nz 


263 


Ac-r ne-um-r ro-ctD-JDia-rne-lN nz 




Ar DVio flrn Dm <->tfi Coo Plio Mff) 

Ac-r ne-wrn-r ro-ctu-Jiaa-r ne-iN hz 




Ar- PVif> Om Pro rth N/frf Phf» Mff 9 

Ac-rne-urn-rro-ctD-Mci-rne-rs nz 


266 


A n ~DUa Om Dm ^.tU Dff Dl>a MfJO 

Ac-rne-Um-rro-ctD-rii-rne-JNHz 


267 


A« DV.Q Om Dm V.^U Tm DUn Off 

Ac-rne-urn-rro-ncn- 1 rp-rne-Un 


268 


Ar Phr Orn Pro hip 1 Mi Php Mff 9 

/\c-r ne-urn-r ro-nic- 1 in i-r nc-iN nz 


269 


Ac-Phe-Orn-Pro-hle-6FW-Phe-NH2 


270 


Ac-Phe-Orn-Pro-hle-Bta- 1N1-NH2 


271 


Ac-Phe-Orn-Pro-hle-Bta-2Ni-NH2 
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272 


Ac-Plip-Orn-Pm hip Rtn SFf MH9 
/ ve I lie wi 11 r i ii I lie i j la J r l . > l lz 


273 


An Php Dm Prn hip Rt3 A if MHO 
ZYL 1 lie VyL I 1 flu iUU D la / Y1L 1 N 1 1Z 


274 


Ap-Php-Oiri-Prn-hlp-Rtfl-Pha-MFf? 
ai i lie vii il l lu-mc d La end IN nz 


275 


Ap-Php-nrn-Prn-hlp-Rtfl-rho-MrJ? 
j it l llL L/Ill 1 1 U 111C laid, eaia 1 N I 1 Z 


276 


Ap-PVip-Orn-Pro-Vilp-Rtn-Fa?i->JH9 
/ee-i lie- Ul ll-r I U-IllC-D la-Jzaa-lN nz 


277 


Ap-Php-Orn-Prn-hlp-Rtn-Fav MPf) 
/veil lew J iiiiuiiieia la HgV i > nz 


278 


Af> pV,f> Hrn Prn hip Rtsi Ppf MFD 

/\e-i nc-wni-i i o-iiic-ij la-rei-iN nz 


279 


Ar-PVip-Drn-Prn-Vilp-Rtn-Pff-MFf? 

/ \ e 1 J 1U U 1 ll-r I U-I11C JJ La 1 1 1 IN flZ 


280 


ApJPhp-OrnJPrn-hlp-Rtn-Php-MH? 

/ Ve i lie vylll l lU LllC IjLa l llC lN I 1Z 


281 


Ap-Php-Orn-Prn-hlp-Rtn-nhp-nFf 


282 


Ap-PVip-nm-Prn-Vilp-Rtfi-Tvr-MHO 
/A.e-riic-ejiii-r lu-iiic-DLa- i yi -in nz 


283 


Ac-Phe-Orn-Pro-hle-Dff-Phe-NH2 


284 


Ap Php Dm Prn hip Pcm Php MFT/" 

/\e-i iic-wrii-r ru-iiic-iiad-r iic-iN nz 


285 


Ap-Php-Orn-Prn-hlp-Fap-Php-MFf? 
/ i i ie ei i n i i u 1 1 le 1 1 ae i i le . > 1 1 z 


286 


A P Php Drn Prn hip Fou Php NH9 

/ve L iie viiii i iLJ iiie iiLj.v i iie .NL iz 


287 


Ap Php Orn Prn hip F07 Php.MFT? 
/\e-riic-wrii-rru-iiie-Jzyz-r iic-iNnz 


288 


Ap Php r>m-Prn-hlp-lVfpf_9>Ji NH9 

/\c-Fnc-e/ni-r ru-nic-iviei-ziNi-iNnz 


289 


Ap Php Orn Prn hip IV/fpf fhn NH9 

/\e-r iic-wrii-r ru-iiic-iviei-e-.iia-iN nz 


290 


Ap Php Orn Prn hip Mpf Pff MPT? 


291 


Ap-Php-Drn-Prn-hlp-Mpf-Php-NH"? 


292 


Ap Php Orn Prn hip Mff Php MPf9 
/\e-r iic-eTii-r lu-iiic-iviii-r iic-iN nz 


293 


Ap Php Drn Prn hip Mmv Php NH9 


294 


Ap Php Orn Prn hip Dpf Php MR? 

/\e-r iic-wni-rru-iiic-wei-r iic-iNnz 


295 


Ap Php Orn Prn hip Off Php MPf9 

/\e-r ne- vjm-r ru-nic-wii-r ne-rs nz 


296 


Ap Php Orn Prn hip Off Php MFTO 

j\L-r ne-uin-r ro-nie-u u- r ne-rN nz 


297 


Ap Php Drn Prn hip Pff 9Mi MR? 

/\e-i ne- Kjm-r ro-nie-Jr h-zin i-in nz 


298 


Ap Php Orn Prn hip Pff-Phn-MR? 
i VL riie vyi n i l il l lie r ii ena . > nz 


299 


Ac-Phe-Orn-Pro-hle-Pff-Eaa-NH2 


300 


Ac-Phe-Orn-Pro-hle-Pff-Mmy-NH2 


301 


Ac-Phe-Orn-Pro-hle-Pff-Pff-NH2 
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302 


Ac-Phe-Orn-Pro-hle-Pff-Phe-NH2 


304 


Ac-Phe-Orn-Pro-hle-Phe-Phe-NH2 


305 


Ac-Phe-Orn-Pro-hle-Tff-Phe-NH2 


306 


Ar-PVie-Orn-Prn-hle-Trn-PVip-NR? 
^vc- jr lie wiii-inu-iiic- i ip-r nc-i^nz. 


307 


A r-Php-Orn-Prn-i ]p-Trn-Ptip-MH9 
i lie wni nu-iic i ip-riic-iNiiz 


308 


Ac-Phe-Orn-Pro-omf-Bta-Phe-NH2 


309 


Ac-Phe-Orn-Ser-cha-Bta-Phe-NH2 


310 


Ac-Ser-Phe-Orn-Aze-cha-Bta-Phe-NH2 


312 


Ac-Thi-Orn-Pro-cha-Bta-Phe-NH2 


313 


Ar-TVii-Orn-Prn-rhfl-Rtfl-Tlii-lSjR? 
i in wi 11-1 i u ma D la- 1 111-iN rrz 


314 


Ap-Thr-Php-Orn-Ayp-rha-Rta-Php-NFf? 

/ YL^ 1 1111 1 1C V_/l 11 ^ YZ.C l^ild. LL) La [ 11C IN I 1Z. 


316 


CH3CH2CO-Phe-Orn-Pro-cha-Bta-Phe-NH2 


320 


FAc-Phe-Fib-Aze-cha-Bta-Phe-NH2 


321 


FAc-Phe-Orn-Aze-cha-Bta-Phe-NH2 


322 


FAc-Phe-Orn-Pro-cha-Bta-Phe-NH2 


324 


r aZ," Wl 11-1 IU tl Id. ID La-i 11C-IN JT1Z 


329 


Fhn-PViP-rit-Prn-hlp-Rtn-Php-NH? 
F Ull-r 11C-^1L-1 lvJ-lllC-F>la-i lie IMli 


339 


FVm-Php-Orn Prn rVm Rtn Php NTT? 


340 


FiH-PViP-Orn-Prn-rha-Rta-Php-NH? 
r lu-r nc-wiii-r iu-dia-Dla-r uc-lNfTZ, 


345 


H-Glv-Php-Orn-Pro-cha-Rta-Php-NH? 

1 1 vjl V 1 liewilll lU^lldD La 1 1 l^L 1 > 1 1ZL 


346 


H-Nin-Php-Cit-Prn-hlp-Rta-Phe-NH? 

1 1 IN 1|1 I HC-V-'l l~r 1 U-111C-D La I 11C in nz 


348 


Hnn-Ph e-C\ t-Prn-h 1 p-Pff-Ph p.NH7 
nuu"f iic-^ii-jl lu-mc-r 11-riic-iN.nz, 


349 


FTnn-PVip-Orn-Hvn-h 1 p-Pff-Php-NH? 
1 1 uu i nu vyi n rLi y p I i i i lie . > I iz 


350 


Hoo-Phe-Orn-Pro-hle-Bta-Phe-NH2 


351 


Hoo-Phe-Orn-Pro-hle-Mcf-Phe-NH2 


352 


Hoo-Phe-Orn-Pro-hle-Pff-Phe-NH2 


391 


H-Phe-Cit-Pro-hle-Bta-Phe-NH2 
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REMARKS 

The above amendments to the claims correct some claim dependencies and a 
typographical error in claim 84. New claims directed to the elected species and group have been 
presented. 

In response to the Restriction Requirement, the applicants hereby elect Group II, namely claims 
85-101, drawn to a non-cyclic compound (XI -X8). This election is with traverse, as March et al is not 
prior art to the present application. March et al was published in 2004, whereas the present application 
claims priority of a European patent application filed on July 17, 2003. An English translation of the EP 
application is being prepared and it is anticipated that the translation can be filed in this application in 
less than one month from the filing date of this response. The filing of the verified English translation of 
the European application will perfect the priority claim, so that the present applicants will then have 
antedated March et al and the restriction requirement should then be withdrawn. 

It can also be pointed out that March et al teaches away from the compounds of the present 
application. 

March et al. describe 60 compounds of which 6 do not contain an Arg in the C-terminal 
position and only 4 of those do not contain a positive charge (compounds 50, 56, 57, 58). The 
resulting compounds have some residual activity but this activity is low (8-18 times lower 
activity than the Arg containing counterparts). Because of the low activity they would not be 
considered as C5a receptor antagonists in a narrow sense. This is in accordance with March et al. 
who state: "Analogs 56-58 showed significantly reduced binding affinity" (page 876, left 
column). This leads the authors to recognize that an Arg is important to obtain active compounds 
and that an Arg is present in nearly all previously described C5a binding compounds: "Three 
analogs report (50-52; Table 3) on the importance of size and charge of the Arg side chain for 
affinity. Removing the positive charge through substitution with citrulline (50) caused a 15 -fold 
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reduction in receptor affinity ... A terminal Arg in C5a has been shown to be critical for its 
activity. . . and is present in all C5a peptide analogs. Interaction between C5aR and the positively 
charged Arg side chain also contributes significantly to affinity of these cyclic antagonists." 
(page 875, right column). 

The present application consciously departs from the state of the art, which explicitly 
recognizes that for active C5a receptor antagonists a terminal Arg group or at least a charged or 
comparably polar group is required. 

March et al. describe that Cit instead of Arg leads to a 15.8 times reduced activity 
(compound 50). Cit is uncharged and less polar than Arg, but more polar than Phe or other 
hydrophobic groups described in the present application. In the light of that the person skilled in 
the art has recognized that the use of less polar groups at the Arg position is connected with a 
significant increase of the IC50 value and a reduction of the C5a receptor antagonistic activity. 
Therefore the person skilled in the art would have - and indeed has as can be seen in March et 
al.- avoided making a substitution by hydrophobic groups. It was entirely surprising for the 
person skilled in the art that it would be possible to obtain highly active C5a receptor antagonists 
by the incorporation of hydrophobic moieties at the Arg position. 

The group around March et al. filed patent applications concerning their C5a receptor 
antagonists (WO 99/00406 A (FAIRLIE DAVID; UNIV QUEENSLAND (AU); WONG 
ALLAN (AU); FINCH ANGELA) 7, January 1999 and WO 03/033528 A (TAYLOR STEVE; 
UNIV QUEENSLAND (AU); SHIELS IAN ALEXANDER (AU)) 24, April 2003 and WO 
2004/035079 Al (THE UNIVERSITY OF QUEENSLAND; SHIELS, IAN, ALEXANDER; 
TAYLOR, STEVEN) 29, April 2004). In this respect it is remarkable that in these applications 
no Arg substitutions were proposed which have a less hydrophilic character than Cit, which in 
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turn is considerably more polar than the hydrophobic moieties of the present application. 

The Examiner also required an election of species, and for the compound species the 
applicants hereby elect compound number 352 of claim 124. In accordance with the species 
election for a chemical bond, the applicants hereby elect a covalent bond and chemical bond, 
respectively. 

The elected compound number 352 is encompassed by claims 85-104, claims 81-82 and 
claims 83-84 as well as new claims 123 and 124. 

The elected chemical bond group and type is covered by claims 62-104 and new claims 
123 and 124. 

Early and favorable examination on the merits of this application, combined with 
withdrawal of the restriction requirement, is believed in order and is awaited. 
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